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N — OMe 

NH2 



AB There is provided pharmaceutically-acceptable acid addition salts of compds . 

of such as I . I was prepared along with two other similar compds. Salts of : 
prepared include the ethanesulf onate and benzenesulf onate . The salts are 
useful as prodrugs of competitive inhibitors of trypsin-like proteases, such 
as thrombin, and thus, in particular, in the treatment of conditions where 
inhibition of thrombin is required (e.g. thrombosis) or as anticoagulants. 

IT 433937-33-QP 433S33-03-1P 433333-32--0P 
433S38-43-3? 433333- S3--2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

( [chloro (dif luoromethoxy) phenyl] hydroxyacetylazetidinecarboxamide 
derivative salts preparation as prodrugs) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3 -chloro- 5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- ( 2 -fluoroethoxy) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-43-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




PAGE 1-B 



433939-99-2 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy) phenyl] hydroxyacetyl ] -2-azetidinyl ] carbonyl] amino] methyl] - 
3, 5-dif luorophenyl] iminomethyl] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 



PAGE 1-A 
F2CH 

^0 



Me3Si' 
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PAGE 1-B 



1 CI 



IT 631916-7I-7P S31316-73--3P 63131 6-75- IP 
631916-76-2P 63191S-77-3P 631 316-7 9-SF 

631916- 81-9P 631916-83-lP 631316-91-11? 
63 1 9 1 6- 97 -73? 631917-18 -5P 631.917- 13--6P 

631917- 20- 3P 631917-21-0P 631.917-22--1P 
6319 23-23 o31917-24~3P 631917-25-4P 

N ^ J 1 i > 631817 28 5 631917-29-8P 
^ s . ^ n * 4 - **^i:-9l-0P 
633315-92-1P 633315-93-2P 633315-95-4P 
RL: SPN (Synthetic preparation); PREP (Preparation) 

( [chloro (dif luoromethoxy ) phenyl] hydroxyacetylazetidinecarboxamide 
derivative salts preparation as prodrugs) 
RN 631916-71-7 HCAPLUS 

CN Bicyclo[2.2.1]heptane-l-methanesulfonic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




F2CH^ 



'CI 



CM 



2 



CRN 
CMF 



3144-16-9 
CIO H16 04 S 



Absolute stereochemistry. Rotation (+) . 
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RN 631916-73-9 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CRN 100-88-9 
CMF C6 H13 N 03 



631916-75-1 HCAPLUS 

Phosphoric acid, dimethyl ester, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 



CRN 433937-93-0 
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CMF C22 H23 CI F2 N4 05 
Absolute stereochemistry. 



F2CH 




CM 2 

CRN 813-78-5 
CMF C2 H7 04 P 



MeO— P— OMe 

OH 



RN 631916-76-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-''' 
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CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 




RN 631916-77-3 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-"-"" 




CM 2 

CRN 56-87-1 

CMF C6 H14 N2 02 

Absolute stereochemistry. 



NH 2 

(CH 2 )^ 1 



RN 631916-79-5 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl] -N- [ [ 4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 
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CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^0 




CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 

NH 2 



H02C^^^ (CH2)tf 



. NK 2 



RN 631916-81-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) - 
methanesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-"-"' 
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CM 



2 



CRN 
CMF 



75-75-2 
C H4 03 S 




RN 631916-83-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino ( met hoxyamino) methyl ] phenyl ] methyl ] -, 
hydrochloride (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 631916-91-1 HCAPLUS 

CN Ethanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 



MeO-""'" 



H 




'CI 



# HC1 
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F2CH^ 




CM 2 

CRN 594-45-6 
CMF C2 H6 03 S 



HO— S— CH2— CH3 



RN 631916-97-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

~--o 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 
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RN 631917-18-5 HCAPLUS 

CN 1-Propanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 5284-66-2 
CMF C3 H8 03 S 



HO— I— CH2— CH2— CH3 



RN 631917-19-6 HCAPLUS 

CN 1-Butanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [ 4- 
[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 



F2CH 

^•0 




CM 2 



CRN 2386-47-2 
CMF C4 H10 03 S 



- CH2— CH2— CH2— CH3 



RN 631917-20-9 HCAPLUS 

CN Ethanesulfonic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

~--o 
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CM 



2 



CRN 594-45-6 
CMF C2 H6 03 S 




RN 631917-21-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, benzenesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeO--''" 




F 



O 




•ci 



CM 



2 



CRN 
CMF 



98-11-3 
C6 H6 03 



S 




RN 
CN 



631917-22-1 HCAPLUS 

Sulfamic acid, cyclohexyl-, compd. with 
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(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy) phenyl ] hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 100-88-9 

CMF C6 H13 N 03 S 



NH— S03H 



RN 631917-23-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)-, sulfate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-24-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6 -dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, hydrobromide (1:1), (2S)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 




# HBr 



RN 631917-25-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 
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CM 1 



Serial No.: 10/5 16,423 



CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 



RN 631917-27-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, sulfate (2:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH_ 




Page 19 of 381 



Serial No.: 10/5 16,423 



CM 



2 



CRN 7664-93-9 
CMF H2 04 S 




3— OH 



RN 631917-28-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl] methyl] -, (2S)-, methanesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeO"-""' 




'CI 



CM 



2 



CRN 75-75-2 
CMF C H4 03 S 



HO-' 




RN 



631917-29-8 HCAPLUS 



Page 20 of 381 



Serial No.: 10/5 16,423 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, nitrate (1:1) (CA 
INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 7697-37-2 
CMF H N 03 



o 

cJL. 



RN 631917-30-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, hydrochloride (1:1), (2S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH_ 



MeO-"-""' 



•ci 



# HCl 



RN 631917-45-8 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-""' 




'CI 



CM 



2 



CRN 
CMF 



81-04-9 

CIO H8 06 S2 




SO3H 
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RN 633315-91-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2Z) -2-butenedioate 
(2:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C^^5«| 

d:02H 



RN 633315-92-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)-, phosphate (3:1) (salt) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 7664-38-2 
CMF H3 04 P 



RN 633315-93-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
compd. with 1 , 2-benzisothiazol-3 ( 2H) -one 1,1-dioxide, sodium salt (1:1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 



CRN 128-44-9 
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CMF C7 H5 N 03 S . Na 



O 




# Na 



RN 633315-95-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
mononaphthalenesulfonate (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 25155-19-5 

CMF CIO H8 03 S 

CCI IDS 




Dl— SO3H 
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Cl-^= ! =S---^-ORl 



R2 
NH2 



Disclosed is a modif ied-release pharmaceutical composition comprising, as 
active ingredient, a compound of formula I (Rl = Cl-2 alkyl substituted by one 
or more fluoro substituents ; R2 = H, OH, OMe, OEt; and n = 0-2) or a 
pharmaceutical^ acceptable salt thereof; and a pharmaceutically acceptable 
diluent or carrier. The formulation may only contain v-carrageenan and a 
neutral gelling polymer when the compound of formula I is in the form of a 
salt; such formulations being of use for the treatment of a cardiovascular 
disorder. A compound Ph ( 3-C1 ) ( 5-OCHF2 ) - (R) -CH (OH) C (0) - ( S ) -Aze-Pab (OMe ) 
esylate salt was prepared, its 50.5 mg was combined with hydroxypropyl Me 
cellulose 200, and sodium stearyl fumarate 2.5 mg to obtain a modif ied-release 
tablets. 



J2-2P 631SI6-33-3P 

63 1 91 6-94- 43? 6319 

631916- 97-7P 631916-98-8P 631917-01-6P 

631917- -03--8P 631917-04-9P 631917-05-OP 
S31917--0S--1P 631917-07-2P 631917-09-4P 
631317--11---8P 631917-13-OP 631917-15-2P 
631317-17-4P 631S17-20-9P 631917-21-OP 
63.1317-22 IV 631917-23-2P 631917-24-3P 
631317-25 4P 631317-26-5P 631917-27-6P 
*;3.i31.7-2S--?P 631917-29-8F 631917-30-1P 
631917-31-2P 631917-32-3P 631917-33-4P 

51917-34-5P 13 - P 631917-36-7P 
63 >17 37 <P 3 9 39 OP 631917-40-3P 
631917-42-5P 631317-43-6P S31317-44-7P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(modif ied-release pharmaceutical formulation containing cardiovascular 

agents ) 
631916-71-7 HCAPLUS 

Bicyclo [2.2.1] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 



CM 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 




RN 631916-72-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl]-, (2S)-, (2Z) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



C02H 



RN 631916-73-9 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S)-1-[(2R)- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 
[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

O 



MeO-""' 




CM 2 



CRN 100-88-9 
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CMF C6 H13 N 03 S 



Serial No.: 10/5 16,423 



NH — 3 0 3 H 



631916-74-0 HCAPLUS 

2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(9CI) (CA INDEX NAME) 



phosphate (1:1) (salt) 



CM 



CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 




CRN 7664-38-2 
CMF H3 04 P 



HO— P— OH 



631916-75-1 HCAPLUS 

Phosphoric acid, dimethyl ester, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 



CM 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 

CRN 813-78-5 
CMF C2 H7 04 P 



MeO— 

OH 



RN 631916-76-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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CRN 104-15-4 
CMF C7 H8 03 S 



- M 



RN 631916-77-3 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



H02C^^^ ( CH 2 



631916-79-5 HCAPLUS 

L-Lysine, compd. with ( 2S ) -1- [ ( 2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1), 
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Serial No.: 10/5 16,423 

monohydrochloride (9CI) (CA INDEX NAME) 



CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 56-87-1 

CMF C6 H14 N2 02 

Absolute stereochemistry. 



RN 631916-80-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
compd. with 1 , 2-benzisothiazol-3 ( 2H) -one 1,1-dioxide (1:1) (CA INDEX 
NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 81-07-2 

CMF C7 H5 N 03 S 

o 

ULl. 

RN 631916-81-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
methanesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

~--o 



MeO-"-"' 




CM 2 
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CRN 75-75-2 
CMF C H4 03 S 



Serial No.: 10/5 16,423 



HO-' 




RN 631916-83-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, 
hydrochloride (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 631916-85-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, 
hydrobromide (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH_ 



MeO-""' 




CI 



# HC1 




F2CH_ 



CI 



MeO^' 



# HBr 
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RN 631916-86-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
sulfate (2:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631916-87-5 HCAPLUS 

CN 1, 2-Ethanedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



RN 631916-89-7 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo 
(2S)-compd. with 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [imino (methoxy amino) methyl ] phenyl ] methyl ] -2 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 
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H03S— CH2 



RN 631916-91-1 HCAPLUS 

CN Ethanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2 -hydroxy acetyl ] -N- [ [ 4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^•0 




CM 2 

CRN 594-45-6 
CMF C2 H6 03 S 



RN 631916-92-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
nitrate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Page 38 of 381 



Serial No.: 10/5 16,423 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 7697-37-2 
CMF H N 03 



o 

cJ_. 



RN 631916-93-3 HCAPLUS 

CN Benzenesulf onic acid, 2 , 5-dimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_ 




CM 2 

CRN 609-54-1 
CMF C8 H10 03 S 
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RN 631916-94-4 HCAPLUS 

CN Benzenesulf onic acid, 2 , 4, 6-trimethyl-, ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 3453-83-6 
CMF C9 H12 03 S 




RN 631916-95-5 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl] -N- [ [4- 
[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:2) 
(CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 

CRN 81-04-9 

CMF CIO H8 06 S2 




RN 631916-96-6 HCAPLUS 

CN Naphthalenesulf onic acid, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH^ 
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CM 



2 



CRN 
CMF 
CCI 



25155-19-5 
CIO H8 03 S 
IDS 



CO 



Dl- 



S03H 



RN 631916-97-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino ( met hoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 



MeO-""' 




'CI 



CM 



2 



CRN 98-11-3 
CMF C6 H6 03 S 



y. 



.OH 
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RN 631916-98-8 HCAPLUS 

CN D-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 6893-26-1 
CMF C5 H9 N 04 

Absolute stereochemistry. 




RN 631917-01-6 HCAPLUS 

CN L-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 



MeO-""' 




'CI 



CM 2 

CRN 56-86-0 
CMF C5 H9 N 04 

Absolute stereochemistry. 

NH2 



RN 631917-03-8 HCAPLUS 

CN Glutamic acid, compel, with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




F2CH_ 



MeO-""' 




'CI 



CM 



2 



CRN 617-65-2 
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NH 2 

H0 2C — CH— CH2— CH2 — C0 2H 



RN 631917-04-9 HCAPLUS 

CN L-Arginine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 74-79-3 

CMF C6 H14 N4 02 

Absolute stereochemistry. 




RN 631917-05-0 HCAPLUS 

CN Glycine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 



F2CH 

^•0 



MeO-""' 




'CI 



CM 2 

CRN 56-40-6 
CMF C2 H5 N 02 



HO — C — CH 2 — NH 2 



RN 631917-06-1 HCAPLUS 

CN Benzoic acid, 2-hydroxy-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_^ 



MeO-""' 




'CI 



CM 2 
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CRN 69-72-7 
CMF C7 H6 03 



RN 631917-07-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, 

(2R, 3R) -2, 3-dihydroxybutanedioate (1:1) (salt) (9CI) (CA INDEX NAME) 
CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CRN 87-69-4 
CMF C4 H6 06 



Absolute stereochemistry. 

OH 

i 



EC2C- 



R C02H 



631917-09-4 HCAPLUS 

2-Azetidinecarboxamide, 1- [ ( 2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2E) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^0 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

C02H 

H02C^ — ^ 

RN 631917-11-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
2-hydroxy-l, 2, 3-propanetricarboxylate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 
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CM 2 

CRN 77-92-9 
CMF C6 H8 07 



C02H 

H02C— CH2— t— CH2— C02H 
OH 



RN 631917-13-0 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, ( 2S ) - ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO--''" 




CM 2 

CRN 97-67-6 
CMF C4 H6 05 

Absolute stereochemistry. Rotation (-) . 




RN 631917-15-2 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, (2S) -compd. with 
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1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 6915-15-7 
CMF C4 H6 05 



0H 

HO 2 C — t H — C H 2 — C 0 2 H 



RN 631917-17-4 HCAPLUS 

CN D-Gluconic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 526-95-4 
CMF C6 H12 07 

Absolute stereochemistry. 



OH OH 




RN 631917-20-9 HCAPLUS 

CN Ethanesulf onic acid, (2S) -compel, with 

1- [ (2R) -2-[3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 
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CMF C2 H6 03 S 
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HO— 'J— CH2— CH3 



RN 631917-21-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, benzenesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 




RN 631917-22-1 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] —2— 
azetidinecarboxamide (1:1) (9CI) (CA INDEX NAME) 



Page 52 of 381 



Serial No.: 10/5 16,423 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 100-88-9 

CMF C6 H13 N 03 S 

NH— S03H 



RN 631917-23-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, sulfate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH_ 
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CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-24-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl ] methyl ] -, hydrobromide (1:1), (2S)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




# HBr 



RN 631917-25-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 



RN 631917-26-5 HCAPLUS 

CN 2-Naphthalenesulfonic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino (methoxy amino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 120-18-3 
CMF CIO H8 03 S 
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RN 631917-27-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, sulfate (2:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CRN 7664-93-9 
CMF H2 04 S 



631917-28-7 HCAPLUS 

2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, methanesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 



CRN 433938-32-0 



Page 56 of 381 



Serial No.:10/516,423 



CMF C22 H21 CI F4 N4 05 
Absolute stereochemistry. 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 



RN 631917-29-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, nitrate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



^0 
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CM 2 

CRN 7697-37-2 
CMF H N 03 



o 



RN 631917-30-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, hydrochloride (1:1), (2S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 




# HC1 



RN 631917-31-2 HCAPLUS 

CN 1, 2-Ethanedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



H0 3 S — CH2— CH2— S0 3 



RN 631917-32-3 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy) phenyl] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 
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RN 631917-33-4 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(2S) -compd. with 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 




RN 631917-34-5 HCAPLUS 

CN Benzenesulf onic acid, 2 , 5-dimethyl-, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] —2— 
azetidinecarboxamide (1:1) (CA INDEX NAME) 
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CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 609-54-1 
CMF C8 H10 03 S 




RN 631917-35-6 HCAPLUS 

CN Benzenesulf onic acid, 2, 4, 6-trimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH^ 
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CM 



2 



CRN 3453-83-6 
CMF C9 H12 03 S 



Me' 



Me 



•Ke 



S03H 



RN 631917-36-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl ] -, (2S)-, compd. with 
1, 2-benzisothiazol-3 (2H) -one 1,1-dioxide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 



MeCK-"' 




'CI 



CM 



2 



CRN 
CMF 



81-07-2 

C7 H5 N 03 S 



o 
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RN 631917-37-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2Z) -2-butenedioate 

(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

0 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 




RN 631917-39-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, phosphate (1:1) (salt) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 7664-38-2 
CMF H3 04 P 

o 

HO— OH 

OH 

RN 631917-40-3 HCAPLUS 

CN D-Glutamic acid, compel, with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 

(dif luoromethoxy) phenyl] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 6893-26-1 
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CMF C5 H9 N 04 
Absolute stereochemistry. 



RN 631917-42-5 HCAPLUS 

CN L-Arginine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CRN 74-79-3 

CMF C6 H14 N4 02 

Absolute stereochemistry. 

NH 

JL (CH2)3 s ^C0 2 H 

H 2 N^^N^ ^1 

' H 2 



RN 631917-43-6 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 
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CM 1 



Serial No.: 10/5 16,423 



CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CRN 56-87-1 

CMF C6 H14 N2 02 

Absolute stereochemistry. 

NH 2 

JL NH 2 

H0 2C-^S^ ( CH 2 ) ^ 



RN 631917-44-7 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-"-"' 
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CM 



2 



CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



H0 2 C- 




(CH2)tf"' 



RN 631917-45-8 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




F2CH^ 



CI 



CM 



2 



CRN 
CMF 



81-04-9 

CIO H8 06 S2 



SO3H 
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IT 433.9.37-33-0 433938-0.9-1 433933-32-0 
631917-18-5 631317-19-6 631917-46-9 
63 I ' - 1 c- i s 13 ? 3 s 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(modif ied-release pharmaceutical formulation containing cardiovascular 
agents ) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( 2 -fluoroethoxy) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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F2CH^ 




RN 631917-18-5 HCAPLUS 

CN 1-Propanesulf onic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 5284-66-2 
CMF C3 H8 03 S 



o-l- 



CH2— CH2— CH3 



RN 631917-19-6 HCAPLUS 

CN 1-Butanesulf onic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [ 4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
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(CA INDEX NAME ) 



Serial No.: 10/5 16,423 



CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 




CRN 2386-47-2 
CMF C4 H10 03 S 



- CH2— CH2— CH2— CH3 



631917-46-9 HCAPLUS 

1-Propanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 



Page 70 of 381 



Serial No.: 10/5 16,423 

F2CH^ 




CM 2 

CRN 5284-66-2 
CMF C3 H8 03 S 



- CH2— CH2— CH3 



RN 631917-47-0 HCAPLUS 

CN 1-Butanesulfonic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 2386-47-2 
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CMF C4 H10 03 S 



Serial No.: 10/5 16,423 




RN 631917-48-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-09-1 

CMF C23 H26 CI F N4 05 

Absolute stereochemistry. 



MeO-""' 




'CI 



CM 



2 



CRN 
CMF 



98-11-3 
C6 H6 03 S 
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An immediate-release pharmaceutical formulation is provided comprising (a) as 
active ingredient, a compound of formula I (Rl = Cl-2 alkyl substituted by one 
or more fluoro substituents ; R2 = H, OH, OMe, OEt; n = 0, 1, 2) or a 
pharmaceutically acceptable salt thereof; and (b) a pharmaceutically 
acceptable diluent or carrier. When the active ingredient is other than in 
the form of a salt, the formulation does not solely contain (i) a solution of 
one active ingredient and water, (ii) a solution of one active ingredient and 
DMSO, or (iii) a solution of one active ingredient in a mixture of ethanol/PEG 
660 12-hydroxy stearate/water (5:5:90). Such formulations are used for the 
treatment of a cardiovascular disorder. For example, a solution was prepared 
by dissolving Compound A [I (Rl = CHF2, R2 = OMe, n = 0) (preparation given)] 
in a hydroxypropyl-p-cyclodextrin/water diluent (40:60 weight/weight% ) (136 
fxmol Compound A to 1 mL diluent) and adjusting pH to 3.7 with HC1. The 
solubility of Compound A was at least 700 times higher in this vehicle 

salts 



compared 


to 


water alone. 










■7 3 




433937-74- 


-7P 


433937 


-93- 


-0DP 


with sacchar 


mic acid ■ 




•37 --9S-0F 4339 


433938 




■IP 


433938-21- 


-7P 


433938 


-22- 


-8P 


433938 




~9P 




-OP 


631916 


-71- 


-7P 


631916- 


-72 








631916 






631916- 






631916-76- 


-2P 


631916 






631916- 


-79 




631916-80- 


-SP 


631916 




-9P 


631916- 


-83- 




631916-85- 


-3P 


631916 


-86- 


-4P 


S31316 






631916-91- 


-IP 


631916 


^92- 


-2P 


631316 


93- 


-3P 


631916-94- 


-4P 


631916 


-35- 


-5P 


631316 


-97- 


-73? 


631916-98- 


-8P 


631917 


-01- 


-6P 


631317 


-03- 


-8P 


631917-04- 


-9P 


631917 


■03 


-OP 


631317 


■06- 


-IP 


631917-07- 


-2P 


631917 


-09- 


-4P 


631917 


-11- 


-SP 


631917-13- 


-OP 


631917 


-15 


2P 


631917- 


-17- 


~4P 


631917-18- 


-5P 


631917 


-19- 


-6P 






-9? 


631917-21- 


-OP 


631917 


-22- 


■IP 



631317-43-6P 631317-44-7P 631917-45-8P 
634151-54-5P £34151 -5S-0P 

RL: PRP (Properties); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and immediate-release formulation of amidine compds . for 
treatment of thrombosis) 
RN 433937-73-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433937-74-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (difluoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



F2CH 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (difluoromethoxy) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (difluoromethoxy) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 
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Absolute stereochemistry. 



F2CH 




RN 433938-07-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- ( 2-fluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



FCH^^O 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-fluoroethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



FCtf2~^-0 




RN 433938-21-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] - 
2-hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
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(CA INDEX NAME ) 
Absolute stereochemistry. 



F2CM^^O 




RN 433938-22-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino ) iminomethyl ] phenyl ] methyl ] -, ( 2S ) 
(CA INDEX NAME) 

Absolute stereochemistry. 



FClf2^0 




RN 433938-31-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl]-, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 




RN 433938-32-0 HCAPLUS 
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CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 



F2CH 




RN 631916-71-7 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^-0 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 
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RN 631916-72-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2Z) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C^ S ^>| 

C0 2 H 



RN 631916-73-9 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 

CRN 100-88-9 

CMF C6 H13 N 03 S 



NH— S03H 



RN 631916-74-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, phosphate (1:1) (salt) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO^ 
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CM 2 

CRN 7664-38-2 
CMF H3 04 P 




RN 631916-75-1 HCAPLUS 

CN Phosphoric acid, dimethyl ester, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

"^0 




CM 2 

CRN 813-78-5 
CMF C2 H7 04 P 



MeO — P — OMe 

OH 



RN 631916-76-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
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4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 



RN 631916-77-3 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



C-"^ ( 



RN 631916-79-5 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy) phenyl] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

0 



MeO-""' 




CM 2 

CRN 56-87-1 
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CMF C6 H14 N2 02 
Absolute stereochemistry. 



2)< 



RN 631916-80-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
compd. with 1 , 2-benzisothiazol-3 ( 2H) -one 1,1-dioxide (1:1) (CA INDEX 
NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 81-07-2 

CMF C7 H5 N 03 S 



o 




RN 631916-81-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
methanesulfonate (1:1) (CA INDEX NAME) 
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CM 1 



Serial No.: 10/5 16,423 



CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 



HO— 'I— CH3 



RN 631916-83-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, 
hydrochloride (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 



MeO-"-""' 




• HC1 
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RN 631916-85-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, 
hydrobromide (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH_ 



MeO^' 




# HBr 



RN 631916-86-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
sulfate (2:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-"-"' 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 
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RN 631916-89-7 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(2S) -compd. with 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^•0 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 



H03S— CH2 




RN 631916-91-1 HCAPLUS 

CN Ethanesulf onic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 
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Absolute stereochemistry. 




CRN 594-45-6 
CMF C2 H6 03 S 



HO— S— CH2— CH3 



RN 631916-92-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
nitrate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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CRN 7697-37-2 
CMF H N 03 



o 



RN 631916-93-3 HCAPLUS 

CN Benzenesulf onic acid, 2 , 5-dimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luororaethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^0 




CM 2 

CRN 609-54-1 
CMF C8 H10 03 S 



SO3H 



RN 631916-94-4 HCAPLUS 

CN Benzenesulf onic acid, 2 , 4 , 6-trimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 3453-83-6 
CMF C9 H12 03 S 




RN 631916-95-5 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:2) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 
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CM 



2 



CRN 81-04-9 

CMF CIO H8 06 S2 




SO3H 



RN 631916-97-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




F2CH_ 



'CI 



MeO-""' 



CM 



2 



CRN 
CMF 



98-11-3 
C6 H6 03 S 




RN 



631916-98-8 HCAPLUS 
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CN D-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 6893-26-1 
CMF C5 H9 N 04 

Absolute stereochemistry. 




RN 631917-01-6 HCAPLUS 

CN L-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 



MeO-""' 




'CI 



CM 2 

CRN 56-86-0 
CMF C5 H9 N 04 

Absolute stereochemistry. 

NH2 



RN 631917-03-8 HCAPLUS 

CN Glutamic acid, compel, with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




F2CH_ 



MeO-""' 




'CI 



CM 



2 



CRN 617-65-2 
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NH 2 

H0 2C — CH— CH2— CH2 — C0 2H 



RN 631917-04-9 HCAPLUS 

CN L-Arginine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 74-79-3 

CMF C6 H14 N4 02 

Absolute stereochemistry. 




RN 631917-05-0 HCAPLUS 

CN Glycine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 



F2CH 

^•0 



MeO-""' 




'CI 



CM 2 

CRN 56-40-6 
CMF C2 H5 N 02 



HO — C — CH 2 — NH 2 



RN 631917-06-1 HCAPLUS 

CN Benzoic acid, 2-hydroxy-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_^ 



MeO-""' 




'CI 



CM 2 
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CRN 69-72-7 
CMF C7 H6 03 



RN 631917-07-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, 

(2R, 3R) -2, 3-dihydroxybutanedioate (1:1) (salt) (9CI) (CA INDEX NAME) 
CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CRN 87-69-4 
CMF C4 H6 06 



Absolute stereochemistry. 

OH 

i 



EC2C- 



R C02H 



631917-09-4 HCAPLUS 

2-Azetidinecarboxamide, 1- [ ( 2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2E) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^0 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

C02H 

H02C^ — ^ 

RN 631917-11-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
2-hydroxy-l, 2, 3-propanetricarboxylate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




Page 97 of 381 



Serial No.: 10/5 16,423 



CM 2 

CRN 77-92-9 
CMF C6 H8 07 



C02H 

H02C— CH2— t— CH2— C02H 
OH 



RN 631917-13-0 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, ( 2S ) - ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO--''" 




CM 2 

CRN 97-67-6 
CMF C4 H6 05 

Absolute stereochemistry. Rotation (-) . 




RN 631917-15-2 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, (2S) -compd. with 
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1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 6915-15-7 
CMF C4 H6 05 



0H 

HO 2 C — t H — C H 2 — C 0 2 H 



RN 631917-17-4 HCAPLUS 

CN D-Gluconic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 526-95-4 
CMF C6 H12 07 

Absolute stereochemistry. 



OH OH 




RN 631917-18-5 HCAPLUS 

CN 1-Propanesulf onic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 
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- CH2— CH2— CH3 



RN 631917-19-6 HCAPLUS 

CN 1-Butanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 2386-47-2 
CMF C4 H10 03 S 



-CH2— CH2— CH2— CH3 



RN 631917-20-9 HCAPLUS 

CN Ethanesulfonic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] —2— 
azetidinecarboxamide (1:1) (CA INDEX NAME) 
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CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 594-45-6 
CMF C2 H6 03 S 



HO— B— CH2— CH3 



RN 631917-21-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, benzenesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH^ 
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CM 



2 



CRN 98-11-3 
CMF C6 H6 03 S 



,y_. 



RN 631917-22-1 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [[2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 



MeCK-"' 




'CI 



CM 



2 



CRN 
CMF 



100-88-9 

C6 H13 N 03 S 




,NH— S03H 



RN 631917-23-2 HCAPLUS 
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CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, sulfate (1:1) (CA 
INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-24-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, hydrobromide (1:1), (2S)- (CA 
INDEX NAME) 

Absolute stereochemistry. 
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F2CH_ 



MeO-"-""' 



•ci 



# HBr 



RN 631917-25-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl] -, ( 2S ) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 



MeO-""' 




CI 



CM 



2 



CRN 
CMF 



104-15-4 
C7 H8 03 S 



_Xe 




RN 
CN 



631917-26-5 HCAPLUS 

2-Naphthalenesulf onic acid, (2S)-compd. with 
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1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] —2— 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 120-18-3 
CMF CIO H8 03 S 




RN 631917-27-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)-, sulfate (2:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-28-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6 -dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, methanesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 75-75-2 
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HC^'I— CH3 



RN 631917-29-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, nitrate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 7697-37-2 
CMF H N 03 



o 



RN 631917-30-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, hydrochloride (1:1), (2S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



Page 108 of 381 



Serial No.: 10/5 16,423 




F2CH_ 



MeO-"-""' 



•ci 



# HCl 



RN 631917-31-2 HCAPLUS 

CN 1, 2-Ethanedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



H0 3 S — CH 2 — CH 2 — SO3H 



RN 631917-32-3 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with ( 2S ) -1- [ ( 2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 



F2CH 



MeO-""' 




'CI 
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[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 




RN 631917-33-4 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(2S) -compd. with 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 



H03S— CH2 



RN 631917-34-5 HCAPLUS 

CN Benzenesulfonic acid, 2 , 5-dimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 609-54-1 
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RN 631917-35-6 HCAPLUS 

CN Benzenesulf onic acid, 2 , 4, 6-trimethyl-, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 3453-83-6 
CMF C9 H12 03 S 




RN 631917-36-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, compd. with 
1, 2-benzisothiazol-3 (2H) -one 1,1-dioxide (1:1) (CA INDEX NAME) 

CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 81-07-2 

CMF C7 H5 N 03 S 




RN 631917-37-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-difluoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl]-, ( 2S ) -, (2Z) -2-butenedioate 

(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



C02H 



RN 631917-39-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, phosphate (1:1) (salt) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

O 



MeO-""' 




CM 2 

CRN 7664-38-2 
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HO— OH 

OH 



RN 631917-40-3 HCAPLUS 

CN D-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 6893-26-1 
CMF C5 H9 N 04 

Absolute stereochemistry. 




RN 631917-42-5 HCAPLUS 

CN L-Arginine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 




CRN 74-79-3 

CMF C6 H14 N4 02 



Absolute stereochemistry. 



JL .(CH 2 )3 S ^C 

H I 

?IH2 



RN 631917-43-6 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH^ 
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CM 



2 



CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



H0 2 C- 




(CH2)tf"' 



RN 631917-44-7 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
[ imino ( met hoxy amino ) methyl ] phenyl] methyl] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




F2CH^ 



CI 



MeO-"'' 



CM 



2 



CRN 
CMF 



56-87-1 

C6 H14 N2 02 



Absolute stereochemistry. 
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RN 631917-45-8 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 81-04-9 

CMF CIO H8 06 S2 




RN 634151-54-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ (hydroxyamino) iminomethyl] phenyl] methyl] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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F2CH^ 



HO-""' 




F 



0 




•ci 



RN 634151-59-0 HCAPLUS 

CN 1, 2-Ethanedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:2) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



H0 3 S — CH 2 — CH 2 — SO3H 



IT 433338-43--3P 433339--57-2P 433S33--9S---2F 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 



(preparation and immediate-release formulation of amidine compds . for 
treatment of thrombosis) 



F2CH 



MeO-'" 




'CI 



RN 
CN 



433938-43-3 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S)-1- [ (2R)- [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
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azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 




PAGE 1-B 



433939-57-2 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
difluoroethoxy)phenyl] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] - 
(9CI) (CA INDEX NAME) 



phenylmethyl ester 



Absolute stereochemistry. 




433939-99-2 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2 -azetidinyl ] carbonyl ] amino] methyl ] - 
3, 5-difluorophenyl] iminomethyl] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 
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PAGE 1-A 



F2CH 



Me3Si' 




PAGE 1-B 



CI 



IT 433937-75-83? 433938-08-0P 634151-60-3P 
634151-61-4P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation and immediate-release formulation of amidine compds . for 
treatment of thrombosis) 
RN 433937-75-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R)-2- 
[3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-74-7 

CMF C21 H21 CI F2 N4 04 

Absolute stereochemistry. 



F2CH > 



H2N, 




CI 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— L— O 



RN 433938-08-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) 
[3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-07-9 

CMF C22 H24 CI F N4 04 



Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— C— O 



RN 634151-60-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [[ 4- ( aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] - 
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hydroxyacetyl] -, acetate (1:1), (2S)- (CA INDEX NAME) 
CM 1 

CRN 433938-31-9 

CMF C21 H19 CI F4 N4 04 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 64-19-7 
CMF C2 H4 02 

o 

HO— 'ci— CH3 

RN 634151-61-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (dif luoromethoxy ) phenyl] -2-hydroxyacetyl ] -, acetate (1:1), 
(2S)- (CA INDEX NAME) 

CM 1 

CRN 433937-74-7 

CMF C21 H21 CI F2 N4 04 

Absolute stereochemistry. 



F2CH 
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CM 2 



CRN 64-19-7 
CMF C2 H4 02 
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OTHER SOURCE (S) : 
ED Entered STN: 
GI 



07 Jun 2002 



MARPAT 137:20289 



RRlCHCOI 




'CONHCH2XC ( :NH)NH2 



I 



F2CH 




■IIH2 



II 



AB Mandelic acid derivs. I [R = substituted Ph; Rl = OH, CH20H; X = C6H4, 

(di) azaphenylene; Y = CH2, CH2CH2] and pharmaceutically-acceptable prodrugs 
thereof, were prepd for use as competitive inhibitors of trypsin-like 
proteases, such as thrombin, or as anticoagulants. Thus, 3 , 5 -CI (F2CHO) C6H3CHO 
was prepared from 3 , 5-C12C6H30Me and was converted to 3,5- 

Cl (F2CHO)C6H3CH(OSiMe3)CN which was hydrolyzed and resolved with lipase to 
give (R)-3,5-Cl(F2CHO)C6H3CH(OH)C02H. This acid was used to acylate the 
azetidine fragment and deblocked to give the amide (R)-II which had an IC50 
<0.02 fiM in the thrombin clotting time test. 
IT 433937-72-5P 433937-73-6P 433937-74-7P 

433937- 75-SP 433937-76-9P 433937-77-0? 
433337-78-1? 433937-79-2P 433937-80-5P 

433937-33-0P 433937-98-5P 
433337-99- SP 433938-00-2P 433938-01-3P 

- ? - v - - 3 -03 -5P 433938-04-6P 

433938- 0S-7P 433338-Q6-8P 433938-07-9P 
4339.33-08-0;? 433938-09-1P 433938-10-4P 
433933-.1 1-5P -4 S3 «38-12-6P 433938-13-7P 

- 53938 i< 8 ? 433938-15-9P 433938-16--0P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of mandeloylazetidinecarboxamides as thrombin inhibitors) 
RN 433937-72-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclobutyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 




433938-1 9- 3P 
433938-30-8P 
-33-1P 
N ^"9-37-5? 
433338--53-5P 
433338-36-3P 
433338-59-1P 
433338-S2-3P 
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Absolute stereochemistry. 



F2CH^ 




RN 433937-73-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433937-74-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (dif luoromethoxy) phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



^0 
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RN 433937-75-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ]-l-[(2R)-2- 
[3-chloro-5- (dif luoromethoxy ) phenyl] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-74-7 

CMF C21 H21 CI F2 N4 04 



Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433937-76-9 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, cyclopentyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 433937-77-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl ] car bony 1 ] amino] methyl ] phenyl] iminomethyl ] -, phenylmethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



^0 




RN 433937-78-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- (trif luoromethoxy) phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



F3C^ 




RN 433937-79-2 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ]-!-[ ( 2R) -2- 



Page 129 of 381 



Serial No.: 10/5 16,423 

[3-chloro-5- (trif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-78-1 

CMF C21 H20 CI F3 N4 04 

Absolute stereochemistry. 



F 3C 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F— L— C02H 
F 

RN 433937-80-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



MeO-""" 
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RN 433937-81-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] —2— 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 5-methyl-3- 

isoxazolyl)methoxy] amino ] methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino ( methoxy amino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433937-98-5 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- (2, 2, 2-trif luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 433937-99-6 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (2, 2, 2-trifluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-98-5 

CMF C22 H22 CI F3 N4 04 

Absolute stereochemistry. 



RN 433938-00-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- ( 2 , 2 , 2- 
trif luoroethoxy ) phenyl ] -2-hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




CM 



2 



CRN 
CMF 



76-05-1 
C2 H F3 02 
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RN 433938-01-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CM^^O 




RN 433938-02-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R) -2- 
[3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-01-3 

CMF C22 H23 CI F2 N4 04 

Absolute stereochemistry. 



F2CH^^O 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— C— O 



RN 433938-03-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] - 
2-hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2Ctf^^O 




RN 433938-04-6 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- ( fluoromethoxy) phenyl ] -2-hydroxyacetyl] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



FCH2 




RN 433938-05-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ]-l-[(2R)-2- 
[3-chloro-5- ( fluoromethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
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2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 



CM 1 

CRN 433938-04-6 

CMF C21 H22 CI F N4 04 

Absolute stereochemistry. 



FCH2 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F— L— C02H 
F 

RN 433938-06-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( fluoromethoxy) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



FCH2 




RN 433938-07-9 HCAPLUS 
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CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R)-2- 
[3-chloro-5- ( 2-fluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 433938-08-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- ( 2-fluoroethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-07-9 

CMF C22 H24 CI F N4 04 

Absolute stereochemistry. 



H 2 1I. 




CI 



FCH^^O 




CI 



CM 



2 



CRN 
CMF 



76-05-1 
C2 H F3 02 



F 



F— C— ( 

F 



■C02H 
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RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( 2-f luoroethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



MeO-"-"' 




RN 433938-10-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) 
[3-chloro-5-[2-fluoro-l- ( f luoromethyl) ethoxy] phenyl ] -2 -hydroxy acetyl ] - 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



CH2F 




RN 433938-11-5 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl) phenyl ] methyl ] -1- [ ( 2R) 
[3-chloro-5-[2-fluoro-l- ( f luoromethyl) ethoxy ] phenyl ] -2 -hydroxy acetyl ] - 
(2S)-, 2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-10-4 

CMF C23 H25 CI F2 N4 04 

Absolute stereochemistry. 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— \z— C02H 
F 



RN 433938-12-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- [ 2-f luoro-1- 
( f luoromethyl ) ethoxy] phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-13-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3- (dif luoromethoxy) -5-f luorophenyl] -2-hydroxyacetyl] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433938-14-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) 
[3- (dif luoromethoxy ) -5-f luorophenyl] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-13-7 

CMF C21 H21 F3 N4 04 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433938-15-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3- (dif luoromethoxy ) -5-f luorophenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 
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Absolute stereochemistry. 



F2CH 




RN 433938-16-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-bromo-5- ( fluoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



FCH2 




RN 433938-17-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R) -2- 
[3-bromo-5- ( fluoromethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-16-0 

CMF C21 H22 Br F N4 04 

Absolute stereochemistry. 



FCH2 
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CM 



2 



CRN 76-05-1 
CMF C2 H F3 02 



F 



F— C— ( 

F 



■ZZ 2 H 



RN 433938-18-2 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-bromo-5- (difluoromethoxy) phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 433938-19-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-bromo-5- (difluoromethoxy) phenyl] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-18-2 

CMF C21 H21 Br F2 N4 04 

Absolute stereochemistry. 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— \z— O 



RN 433938-20-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-bromo-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




433938-21-7 HCAPLUS 

2-Azetidinecarboxamide, 1- [ ( 2R) - 2- [ 3-chloro-5- ( 2 , 2-dif luoroethoxy ) phenyl ] • 
2 -hydroxy acetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 



Absolute stereochemistry. 
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RN 433938-30-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -3-f luorophenyl ] methyl ] -1- 
[ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 




RN 433938-31-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [[ 4- ( aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
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Absolute stereochemistry. 



F2CH 




RN 433938-33-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -2 , 5- 

dif luorophenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy) phenyl ] -2- 
hydroxyacetyl] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-35-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (ethoxy amino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^•0 




RN 433938-36-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (propoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
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(CA INDEX NAME ) 
Absolute stereochemistry. 



F2CH 

^0 




RN 433938-37-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 1-methylethoxy ) amino] methyl ] phenyl ] methyl ] - 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-51-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (trif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino [ ( 3- 

pyridinylmethoxy)amino]methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-52-4 HCAPLUS 
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CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 2-methylpropoxy ) amino] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 433938-53-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (ethoxyamino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 433938-54-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ (phenylmethoxy ) amino ] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 433938-55-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclohexyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F 3 C 

^-0 




RN 433938-56-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclobutyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-57-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ 2- [3- 

(trif luoromethyl ) phenoxy ] ethoxy] amino] methyl] phenyl ] methyl ] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 433938-58-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N-[[4-[[[(4- 

chlorophenyl ) methoxy ] amino] iminomethyl ] phenyl ] methyl ] -1- [ (2R)-2-[3-chloro- 
5- (trif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-59-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 3- 

methoxyphenyl) methoxy] amino ] methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 433938-60-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N-[[4-[[[(2- 

bromophenyl ) methoxy ] amino] iminomethyl ] phenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- 
(trifluoromethoxy)phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-61-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 4- 

methylphenyl)methoxy]amino]methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-62-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 1-propylbutoxy ) amino] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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(n-Pr) 2CH. 



H 




•CI 



IT 




433939-55-0P 433939-57-2P 433939-58-3P 
433939-99-2P 433940-15-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of mandeloylazetidinecarboxamides as thrombin inhibitors) 
RN 433938-43-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 




F2CH_ 



Me3Si' 



PAGE 1-B 



CI 



RN 
CN 



433938-50-2 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S)-1- [ (2R)- [3-chloro-5- 
(trifluoromethoxy)phenyl] hydroxyacetyl] -2- 
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azetidinyl] carbonyl] amino ] methyl ] phenyl ] iminomethyl] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-88-6 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2, 2- 
trif luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 433938-96-6 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
dif luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




433939-08-3 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

( fluoromethoxy) phenyl ] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] - 

2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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PAGE 1-A 
FCH2 




RN 433939-18-5 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2- 
f luoroethoxy)phenyl] hydroxyacetyl] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




page 1-B 
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RN 433939-26-5 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- [2-f luoro-1- 
( f luoromethyl ) ethoxy] phenyl] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433939-38-9 HCAPLUS 

CN Carbamic acid, [ [ 4- [ [ [ [ ( 2S ) -1- [ ( 2R) - [ 3- (dif luoromethoxy ) -5- 
f luorophenyl ] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
CH2F 



Me3Si' 



Y 




PAGE 1-B 
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PAGE 1-A 




PAGE 1-B 



RN 433939-47-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ <2R) - [3-bromo-5- 
( fluoromethoxy) phenyl] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
FCH2 
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RN 433939-55-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-bromo-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433939-57-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
difluoroethoxy)phenyl] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl] iminomethyl ] -, phenylmethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 



Me3Si' 




PAGE 1-B 



— Br 



F2Clf^~ Vv ^O 



Ph 



V 




•ci 



RN 



433939-58-3 HCAPLUS 
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CN Carbamic acid, [ [4- [ [ [ [ (2S)-1- [ (2R)- [3-chloro-5-(2- 
f luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, phenylmethyl ester 
(9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 433939-99-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl] carbonyl ] amino] methyl ] - 
3 , 5-dif luorophenyl ] iminomethyl ] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
F2CH 

^0 



Me3S: 




PAGE 1-B 



' CI 



RN 433940-15-9 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl ] carbonyl] amino] methyl ] - 
2, 5-dif luorophenyl] iminomethyl] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
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INDEX NAME ) 
Absolute stereochemistry. 



PAGE 1-A 
F2CH 



Me3S: 




PAGE 1-B 



CI 



IT 433338-22-8P 433938-34-2P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 

study); PREP (Preparation); USES (Uses) 

(preparation of mandeloylazetidinecarboxamides as thrombin inhibitors) 
RN 433938-22-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (hydroxy amino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-34-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 5-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl]-, (2S)- (CA INDEX NAME) 
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Absolute stereochemistry. 
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NOVELTY - N-(4-Amidino-2,6-difluorobenzyl)-l-(2-(3-chloro-5- 
dif luoromethoxyphenyl ) -2-hydroxyacetyl ) -2-azetidinecarboxamide compounds ( I ) 
are new. 

DETAILED DESCRIPTION - N- ( 4-amidino-2 , 6-dif luorobenzyl ) -1- ( 2- ( 3- 
chl or o- 5 -dif luoromethoxyphenyl) -2-hydroxyacetyl ) -2-azetidinecarboxamide 
compounds of formula (I) and their pharmaceutically acceptable derivatives are 
new. 

Rl = H, OR2 or COOR3 ; 

R2 = H, 1-10C alkyl, QAr or QOAr; 

Q = 1-3C alkylene optionally interrupted by 0; 

Ar = aryl optionally substituted by halo, Ph, Me, OMe, halophenyl, 
halomethyl or halomethoxy ; and 

R3 = 1-10C alkyl (optionally interrupted by 0), QAr or QOAr. 
INDEPENDENT CLAIMS are also included for: 

(1) a method for treating a condition where thrombin inhibition or 
anticoagulant therapy is indicated, comprising administering a compound (I); 
and 

(2) preparation of (I). 

ACTIVITY - Anticoagulant; Thrombolytic. 
MECHANISM OF ACTION - Thrombin inhibitor. 

In an assay comprising incubating an inhibitor solution comprising 1- 
( (3-chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl) -azetidine-2- carboxylic 
acid 4-carbamimidoyl-2 , 6-dif luoro-benzylamide (la) (25 microliters) with 
plasma for 3 minutes, adding human thrombin in buffer solution (pH 7.4, 25 
microliters, 4 NIH units. ml) and measuring the clotting time, (la) doubled 
clotting time with an IC50 of 0.02 microM. 

USE - (I) Are useful for treating conditions where thrombin inhibition 
or anticoagulant therapy is indicated, especially thrombosis and 
hypercoagulability in blood and tissues (all claimed) . 
AN.S DCR-691165 

CN. S 1- [ (3-Chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl] -azetidine-2- 

carboxylic acid 4-carbamimidoyl-2 , 6-dif luoro-benzylamide 
SDCN RAA2A0 




AN.S DCR-709336 

CN. S 1- [ (3-Chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl] -azetidine-2- 

carboxylic acid 2 , 6-dif luoro-4- (N-methoxy-carbamimidoyl ) -benzylamide 
SDCN RAACW2 
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AN.S DCR-709337 

CN. S 1- [ (3-Chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl] -azetidine-2- 
carboxylic acid 2, 6-dif luoro-4- (N-hydroxycarbamimidoyl ) -benzylamide 
SDCN RAACW3 
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AB An extended release pharmaceutical formulation comprising as active ingredient 
I or a pharmaceutically acceptable salt (such as a sulfonic acid salt or 
besylate salt) ; and a pharmaceutically acceptable diluent or carrier; for use 
in providing a therapeutic antithrombotic effect while limiting drug-drug 
interactions with other concomitantly dosed drug/s, particularly those which 
are metabolized by CYP-450 enzymes. E.g., an extented release tablet 
contained I besylate, cellulose, Hypromellose, Na stearyl fumarate and ethanol 
for processing. 

IT 433937-93-0 631916-97-7 

RL: BSU (Biological study, unclassified); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(extended release pharmaceutical of a thrombin inhibitor) 

RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 631916-97-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl] -, ( 2S ) -, 
benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 
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CRN 98-11-3 
CMF C6 H6 03 S 



IT 433S37-93-0D, sulfonic acid salts 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(extended release pharmaceutical of a thrombin inhibitor) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino ( met hoxy amino ) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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AB The invention relates to crystalline forms of the Compound A (I; R = H) and 

Compound B (I; R = Me), pharmaceutical compns. containing them, processes for 
obtaining them and their use for the treatment of a condition where inhibition 
of thrombin is required or desired. The compds . of the invention may be in a 
non-solvated form (such as an anhydrate) or in the form of solvate, e.g., 
isopropanolate . Thus, Compound A in Et acetate was evaporated to a gel, 
isopropanol and some seeds of Compound A were added, and the mixture was left 
to stir overnight to obtain Compound A crystalline anhydrate. Microcryst. 
cellulose cores were coated in a fluidized bed with an aqueous solution of 
Compound A crystalline anhydrate/HPMC, followed by an ethanolic solution of Et 
cellulose/hydroxypropyl cellulose. The pellets were finally coated with 
Eudragit L30D to obtain enteric-coated pellets. 

IT 433S37--73--6P 433S37--93-0P 

RL: PEP (Physical, engineering or chemical process); PRP (Properties); SPN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological study); 
PREP (Preparation); PROC (Process); USES (Uses) 

(preparation and formulations of crystalline forms of thrombin inhibitors) 

RN 433937-73-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 



MeO-""' 




IT 1031700~4G~9F 

RL: PRP (Properties); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and formulations of crystalline forms of thrombin inhibitors) 
RN 1031700-40-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl] -, compd . 
with 2-propanol (3:1), (2S)- (CA INDEX NAME) 

CM 1 

CRN 433937-73-6 

CMF C21 H21 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 67-63-0 
CMF C3 H8 0 



H 3 C — C H • 



REFERENCE COUNT: 
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Fibrin targeted therapeutics, particularly 

pept idomimet ics , their preparation and use in the 
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IS, IT, LT, LU, LV, MC, NL, PL, PT, RO, SE, SI, SK, TR, BF, BJ, 

CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG, BW, GH, 

GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, BY, 
KG, KZ, MD, RU, TJ, TM, AP, EA, EP, OA 

US 20070111947 Al 20070517 US 2006-581677 20061016 

PRIORITY APPLN. INFO.: US 2005-726632P P 20051014 

US 2006-800152P P 20060512 

OTHER SOURCE(S): MARPAT 146:462511 

ED Entered STN: 2 7 Apr 2007 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention is related to hybrid mols. of formula [D] m- [L] n- [F] q [I; wherein 
[D] comprises a bioactive moiety for treating thromboembolism, infection, and 
cancer; [L] comprises a linker moiety; [F] comprises a fibrin-targeting moiety 
selected from a peptide, peptidomimetic, or a small mol.; m, q = independently 
1-20; n = 0-20]. I can provide enhanced efficacy and reduced systemic 
toxicity relative to a corresponding non-targeted bioactive mol. Thus, a 
paclitaxel-f ibrin binding peptide conjugate II was prepared using paclitaxel, 
succinyl anhydride, and peptide III (H-R) . II in a dose-responsive manner 
caused a significant decrease in the number of cancer cells in lung and breast 
cancer lines and in the number of smooth muscle and endothelial cells. 

IT 433937-93-0DP, bioconjugate with fibrin-targeting moieties 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of fibrin targeted therapeutic agents useful in treatment of 
thromboembolism, infection, and cancer) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH_^ 



MeO-""' 
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OTHER SOURCE(S): MARPAT 146:100732 

ED Entered STN: 28 Dec 2006 

GI 



R4BCR2r3a' n DNHC02R! I 



AB Crystalline material consisting essentially of title compds . [I; D = alkylene; 
Rl = (substituted) alkyl; R2 = H, halo, alkyl, OR5, ENR6R6; R3 = H, alkyl; 
R2R3 = O; R4 = (substituted) Ph, pyridyl; R5 = H, alkyl, aryl (alkyl), 
heteroaryl (alkyl) , etc.; R6 = H, alkyl, aryl (alkyl), heteroaryl ( alkyl ) , 
C(:NH)NH2, etc.; R7 = H, alkyl, aryl (alkyl), etc.; A = bond, J, JNRlOa, JO, 
JSO2NR10b, etc.; B = Z [ [C (O) ] aCH (Rlla) ] b, Z [C (O) ] cNRllb, ZO, etc.; J = 

(substituted) (interrupted) alkylene; a, b, c = 0, 1; RlOa, RlOb = H, alkyl; 
Rlla = H; Rllb = H, alkyl; R4Rlla, R4Rllb = (interrupted) alkylene; with 
provisos, having a surface area of <0.7 m2/g], was prepared Thus, tert-Bu 2- 

[7- [ (2S) -3- (4-cyanophenoxy) -2-hydroxypropyl ] -9-oxo-3, 7- 

diazabicyclo [3 .3 . 1] non-3-yl] ethylcarbamate (II) (preparation given) was 
recrystd. from diisopropyl ether /isopropanol (10:2 volume/volume) to give 91% 
crystalline II having a mean surface area of 0.1659 m2/g. 
IT 917904-13-3 '•'.?? : : i 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(coadministration; preparation of crystalline N, N ' -disubstituted 
oxabispidines 

and their use as cardiovascular agents) 
RN 917904-13-3 HCAPLUS 
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CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ]-l-[ ( 2R) -2- 
[3-chloro-5- (difluoromethoxy) phenyl ] -2-hydroxyacetyl ] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 917904-15-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (difluoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino ( met hoxy amino) methyl ] phenyl ] methyl ] - (CA INDEX 
NAME) 

Absolute stereochemistry. 
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N — OMe 

NH2 



There is provided pharmaceutically-acceptable acid addition salts of compds . 
of such as I . I was prepared along with two other similar compds. Salts of I 
prepared include the ethanesulf onate and benzenesulf onate . The salts are 
useful as prodrugs of competitive inhibitors of trypsin-like proteases, such 
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as thrombin, and thus, in particular, in the treatment of conditions where 
inhibition of thrombin is required (e.g. thrombosis) or as anticoagulants. 
IT ^ n ^ o v ^ 5 V OP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

( [chloro (dif luoromethoxy) phenyl] hydroxyacetylazetidinecarboxamide 
derivative salts preparation as prodrugs) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

0 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3 -chloro- 5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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F2CH^ 




RN 433938-43-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] car bony 1 ] amino] methyl ] phenyl ] iminomethyl ] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 



PAGE 1-A 
F2CH 

-"-0 



Me3S: 




PAGE 1-B 



CI 



RN 433939-99-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl] car bony 1] amino] methyl ] - 
3, 5-dif luorophenyl] iminomethyl] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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PAGE 1-A 




PAGE 1-B 



631916-71-7P S31916-73-9P 631916-75-1P 
631916-76-2P 631916-77-3P 631916-79-5P 

631916- 81-9P 631916-83-lP 631916-91-lP 

631915- 97-7P 631917-18-5P 631917-19-6P 

631917- 20-9P 631917-21-OP 631917-22-lP 
631917-23-2P 631917-24-3P 631917-25-4P 
631 917-27 -SP 631917-28-7P 631917-29-8P 
631 91 7-30 -IP 63I917-45-8P 633315-91-0P 
633315-92-1P 633315-93-2P 633315-95-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

( [chloro (dif luoromethoxy ) phenyl] hydroxyacetylazetidinecarboxamide 
derivative salts preparation as prodrugs) 

631916- 71-7 HCAPLUS 

Bicyclo [2.2.1] heptane- 1 -methane sulfonic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 




RN 631916-73-9 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compel, with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 



MeO-""' 
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CRN 100-88-9 
CMF C6 H13 N 03 



RN 631916-75-1 HCAPLUS 

CN Phosphoric acid, dimethyl ester, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CRN 813-78-5 
CMF C2 H7 04 P 



MeO — y — OMe 



631916-76-2 HCAPLUS 

2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 
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CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 



RN 631916-77-3 HCAPLUS 

CN L-Lysine, compd. with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_ 
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CM 



2 



CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



H02C- 




(CH 2 )^ 



RN 631916-79-5 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl] methyl ] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^0 



MeCK-"' 




'CI 



CM 



2 



CRN 
CMF 



56-87-1 

C6 H14 N2 02 



Absolute stereochemistry. 




RN 631916-81-9 HCAPLUS 
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CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
methanesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 

o 

HO— '!— CH3 

'A 



RN 631916-83-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, 
hydrochloride (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH_ 



'CI 



MeO-"-""' 



# HC1 



RN 631916-91-1 HCAPLUS 

CN Ethanesulf onic acid, ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 



MeO-""' 




CI 



CM 



2 



CRN 594-45-6 
CMF C2 H6 03 S 




RN 



631916-97-7 HCAPLUS 
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CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 




RN 631917-18-5 HCAPLUS 

CN 1-Propanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 5284-66-2 
CMF C3 H8 03 S 



- CH2— CH2— CH3 



RN 631917-19-6 HCAPLUS 

CN 1-Butanesulfonic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 2386-47-2 
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CMF C4 H10 03 S 
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-CH2— CH2— CH2— CH3 



RN 631917-20-9 HCAPLUS 

CN Ethanesulf onic acid, ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 




CM 2 

CRN 594-45-6 
CMF C2 H6 03 S 



HO— S— CH2— CH3 



RN 631917-21-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, benzenesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 




RN 631917-22-1 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

( 2S ) -1- [ ( 2R) - [ 3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 2 , 6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 
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CRN 100-88-9 
CMF C6 H13 N 03 



RN 631917-23-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, sulfate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CRN 7664-93-9 
CMF H2 04 S 



631917-24-3 HCAPLUS 

2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
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hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, hydrobromide (1:1), (2S)- (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 631917-25-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -, (2S) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-"-"' 




'CI 



# HBr 



F2CH 



MeO-"-"' 




'CI 



CM 



2 



CRN 
CMF 



104-15-4 
C7 H8 03 S 
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RN 631917-27-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, sulfate (2:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-28-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, methanesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Page 190 of 381 



Serial No.:10/516,423 



Absolute stereochemistry. 




CRN 75-75-2 
CMF C H4 03 S 



JLc: 



631917-29-8 HCAPLUS 

2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, nitrate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 



F2CH 

^0 




CM 2 
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CRN 7697-37-2 
CMF H N 03 



o 



RN 631917-30-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, hydrochloride (1:1), (2S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 




# HC1 



RN 631917-45-8 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4-[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeO^ 
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CM 2 

CRN 81-04-9 

CMF CIO H8 06 S2 




RN 633315-91-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, (2S)-, (2Z) -2-butenedioate 
(2:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 
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RN 633315-92-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 

[ imino (methoxyamino) methyl ] phenyl] methyl ] -, (2S)-, phosphate (3:1) (salt) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^-0 




CM 2 

CRN 7664-38-2 
CMF H3 04 P 




RN 633315-93-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
compd. with 1 , 2-benzisothiazol-3 ( 2H) -one 1,1-dioxide, sodium salt (1:1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 128-44-9 

CMF C7 H5 N 03 S . Na 




# Na 

RN 633315-95-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
[ imino ( met hoxy amino ) methyl ] phenyl J methyl J ( 2 5 ) 
mononaphthalenesulfonate (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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CM 2 

CRN 25155-19-5 

CMF CIO H8 03 S 

CCI IDS 




Dl— SO3H 
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US 20060052314 
PRIORITY APPLN . INFO.: 



Entered STN: 14 Dec 2003 



US 2005-516426 
SE 2002-1662 
WO 2003-SE854 



20050628 
20020531 
20030527 



1 £X„ 




AB A combination product comprising: (a) a compound of claim 1 in WO 02/44145 or 
a pharmaceutically-acceptable derivative thereof; and (b) (1) a compound as 
defined in claim 1 of WO 01/28992 or (2) a compound of Claim 34 of WO 01/28992 
or (3) Compound A [ 4- [ [ 3- [ 7- ( 3 , 3-dimethyl-2-oxobutyl ) -9-oxa-3 , 7- 
diazabicyclo [ 3 . 3 . 1 ] non-3-yl ] propyl] amino] benzonitr ile ] or B [tert-Bu 2-[7-[3- 
(4-cyanoanilino)propyl] -9-oxa-3, 7-diazabicyclo [3.3.1] non-3- yl] ethylcarbamate ] 
or C [tert-Bu 2- [ 7- [ 4- ( 4-cyanophenyl ) butyl ] -9-oxa-3 , 7- diazabicyclo [ 3 . 3 . 1 ] non- 
3-yl] ethylcarbamate] or D [tert-Bu 2- [ 7- [ ( 2S ) -3- ( 4-cyanophenoxy ) -2- 
hydroxypropyl ] -9-oxa-3 , 7- diazabicyclo [3.3.1] non-3 -yl] ethylcarbamate] or 
pharmaceutically acceptable salts thereof in admixt . with a pharmaceutically 
acceptable adjuvant, diluent or carrier, is claimed. Thus, title compound (I) 
(multistep preparation given) showed an IC50 TT value of <0.02 jiM. 

IT l'« 433.9.3-? 38 3 433938-01-3 

8 04 6 4.^)938-07-9 433338-10-4 
§133938-13-7 433938-16-0 433938-18-2 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(combination therapy; preparation of azetidinylbenzamidines and related 
compds . for combination therapy of arrhythmia or coagulation controlled 
complications thereof) 
RN 433937-78-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (trifluoromethoxy) phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 433937-98-5 HCAPLUS 



Page 197 of 381 



Serial No.: 10/5 16,423 



CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R)-2- 
[3-chloro-5- (2, 2, 2-trifluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 




RN 433938-01-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (2, 2-difluoroethoxy) phenyl] -2-hydroxyacetyl] -, (2S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH^^O 




RN 433938-04-6 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- ( fluoromethoxy) phenyl ] -2-hydroxyacetyl] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



FCH2 
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RN 433938-07-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- ( 2-fluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 433938-10-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- [2-f luoro-1- (f luoromethyl) ethoxy] phenyl] -2-hydroxyacetyl] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433938-13-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3- (dif luoromethoxy) -5-f luorophenyl] -2-hydroxyacetyl] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 





CH2F 
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F2CH^ 




RN 433938-16-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) - 
[3-bromo-5- ( fluoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



FCH2 

^0 




RN 433938-18-2 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R) - 
[3-bromo-5- (difluoromethoxy) phenyl ] -2-hydroxyacetyl] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



F2CH 




IT 433337--72--5P 433337-73-SP 433937-74-7P 

433337-76--3P 433337-77-OP 433937-7S-2P 

433337-80-5P 433337--81-6P 433337-33 -OP 

433937-S3-6P 433938-08-21? 433338~02~4P 

43393S-03-5P 433338-0S-7P 433338-G6-8P 
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53S38--14-8P 4339S3---X5--9P 



433938--X7-1P 433338--19--3P 433333--20-SP 
433938--2X--7P 433933-22-82? 433338-30-8P 
4 - 3 3 3 8 - 3 s 9P 4 3 3 9 3 3 - 3 2 - 0 P 4 3 3 9 3 8 3 3 - .1 P 
433938-34-2P 433938-35-3P 433338 --3S-4P 
433938-37-5P 433938-5X-3P 433338-52-4P 
433S38-53-8? 433338-54 -SP 433338 --S5-7P 
433938-56-8P 433338-57--9P 433938-53-Of? 
433938-53-1T? 433338-80-4P 433938-61-5P 
433938-62-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of azetidinylbenzamidines and related compds. for combination 
therapy of arrhythmia or coagulation controlled complications thereof) 
RN 433937-72-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclobutyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433937-73-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




F2CH 



F2CH_ 




CI 



RN 433937-74-7 HCAPLUS 
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CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ]-l-[ ( 2R) -2- 
[3-chloro-5- (difluoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



F2CH 




RN 433937-76-9 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl ] -, cyclopentyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433937-77-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(difluoromethoxy)phenyl] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] -, phenylmethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433937-79-2 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) - 
[3-chloro-5- (trif luoromethoxy)phenyl] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-78-1 

CMF C21 H20 CI F3 N4 04 

Absolute stereochemistry. 



H2N. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433937-80-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 
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Absolute stereochemistry. 



F3C 




RN 433937-81-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 5-methyl-3- 

isoxazolyl)methoxy] amino ] methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino ( met hoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^•0 




RN 433937-99-6 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R) - 
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[3-chloro-5- (2, 2, 2-trif luoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-98-5 

CMF C22 H22 CI F3 N4 04 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F— L— C02H 
F 

RN 433938-00-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2, 2- 
trif luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl] phenyl] methyl] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 



MeO-"-"' 
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RN 433938-02-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (2, 2-dif luoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-01-3 

CMF C22 H23 CI F2 N4 04 

Absolute stereochemistry. 



F2CH^^-0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433938-03-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] - 
2-hydroxyacetyl ] -N- [ [ 4- [ imino ( methoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 433938-05-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ]-l-[(2R)-2- 
[3-chloro-5- (f luoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-04-6 

CMF C21 H22 CI F N4 04 

Absolute stereochemistry. 



FCH2 

^0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— C— O 



RN 433938-06-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( f luoromethoxy) phenyl ] -2 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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FCH2 




RN 433938-08-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) 
[3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-07-9 

CMF C22 H24 CI F N4 04 

Absolute stereochemistry. 



FCtf2^^0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 
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Absolute stereochemistry. 



FClf2^^0 




RN 433938-11-5 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) 
[3-chloro-5-[2-fluoro-l- ( f luoromethyl) ethoxy] phenyl ] -2 -hydroxy acetyl ] - 
(2S)-, 2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-10-4 

CMF C23 H25 CI F2 N4 04 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433938-12-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- [ 2-f luoro-1- 
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( f luoromethyl ) ethoxy ] phenyl ] -2-hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433938-14-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( amino iminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3- (dif luoromethoxy ) -5-f luorophenyl] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-13-7 

CMF C21 H21 F3 N4 04 

Absolute stereochemistry. 




CH2F 



'CI 



MeCr-"' 



F2CH 

~--0 




■F 



CM 



2 



CRN 
CMF 



76-05-1 
C2 H F3 02 



F 



F— C— ( 

F 



■C02H 
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RN 433938-15-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3- (dif luoromethoxy ) -5-f luorophenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 433938-17-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) 
[3-bromo-5- ( f luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-16-0 

CMF C21 H22 Br F N4 04 

Absolute stereochemistry. 



MeO-"""' 




' F 



FCH2 




0 



.ii- 




■Er 



CM 



2 



CRN 
CMF 



76-05-1 
C2 H F3 02 



F 



F— C— ( 

F 



■ C02H 
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RN 433938-19-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) 
[3-bromo-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-18-2 

CMF C21 H21 Br F2 N4 04 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F-L- 



RN 433938-20-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-bromo-5- (dif luoromethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433938-21-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] - 
2-hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CI{^~ Vvv -0 




RN 433938-22-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



FC^iP^O 




RN 433938-30-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -3-f luorophenyl ] methyl ] -1- 
[ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl] -, (2S) - (CA 
INDEX NAME) 
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Absolute stereochemistry. 



F2CH 




RN 433938-31-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxyacetyl] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-33-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [[ 4- (aminoiminomethyl ) -2 , 5- 

dif luorophenyl ] methyl ]-!-[ ( 2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] - 
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hydroxyacetyl] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 



F2CH 




RN 433938-34-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 5-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 



F2CH 

^0 




RN 433938-35-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (ethoxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 




RN 433938-36-4 HCAPLUS 
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CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ imino (propoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME ) 

Absolute stereochemistry. 



F2CH 




RN 433938-37-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 1-methylethoxy ) amino] methyl ] phenyl ] methyl ] - 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



^0 




RN 433938-51-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino [ ( 3- 

pyridinylmethoxy)amino]methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 433938-52-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 2-methylpropoxy ) amino] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-53-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (ethoxy amino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 433938-54-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ (phenylmethoxy ) amino] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F 3 C 

^-0 
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RN 433938-55-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclohexyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433938-56-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (trif luoromethoxy ) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclobutyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433938-57-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ 2- [3- 

(trif luoromethyl ) phenoxy ] ethoxy ] amino] methyl] phenyl ] methyl ] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 





F3C. 



Page 218 of 381 



Serial No.: 10/5 16,423 




RN 433938-58-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N-[[4-[[[(4- 

chlorophenyl ) methoxy ] amino] iminomethyl ] phenyl ] methyl ] -1- [ (2R)-2-[3-chloro- 
5- (trif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-59-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 3- 

methoxyphenyl) methoxy] amino ] methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 433938-60-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N-[[4-[[[(2- 

bromophenyl ) methoxy ] amino] iminomethyl ] phenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- 
(trifluoromethoxy)phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-61-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 4- 

methylphenyl)methoxy]amino]methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-62-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 1-propylbutoxy ) amino] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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(n-Pr) 2CH. 



H 




•CI 



IT 




433939-55-0P 433939-57-2P 433939-58-3P 
433939-99-2P 433940-15-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of azetidinylbenzamidines and related compds . for combination 
therapy of arrhythmia or coagulation controlled complications thereof) 
RN 433938-43-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 



F2CH 



Me3Si' 



Y 




PAGE 1-B 



CI 



RN 
CN 



433938-50-2 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
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(trif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] car bony 1 ] amino] methyl ] phenyl ] iminomethyl ] 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 



F 




' — CI 



RN 433938-88-6 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2 
trif luoroethoxy) phenyl ] hydroxyacetyl] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F3C 
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RN 433938-96-6 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
dif luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




433939-08-3 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

( fluoromethoxy) phenyl ] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] - 

2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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PAGE 1-A 
FCH2 




RN 433939-18-5 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2- 
f luoroethoxy)phenyl] hydroxyacetyl] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




page 1-B 
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RN 433939-26-5 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- [2-f luoro-1- 
( f luoromethyl ) ethoxy] phenyl] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433939-38-9 HCAPLUS 

CN Carbamic acid, [ [ 4- [ [ [ [ ( 2S ) -1- [ ( 2R) - [ 3- (dif luoromethoxy ) -5- 
f luorophenyl ] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
CH2F 



Me3Si' 



Y 




PAGE 1-B 
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PAGE 1-A 




PAGE 1-B 



RN 433939-47-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ <2R) - [3-bromo-5- 
( fluoromethoxy) phenyl] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
FCH2 
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RN 433939-55-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-bromo-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433939-57-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
difluoroethoxy)phenyl] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl] iminomethyl ] -, phenylmethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 



Me3Si' 




PAGE 1-B 



— Br 



F2Clf^~ Vv ^O 



Ph 



V 




•ci 



RN 



433939-58-3 HCAPLUS 
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CN Carbamic acid, [ [4- [ [ [ [ (2S)-1- [ (2R)- [3-chloro-5-(2- 
f luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, phenylmethyl ester 
(9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 433939-99-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl] carbonyl ] amino] methyl ] - 
3 , 5-dif luorophenyl ] iminomethyl ] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
F2CH 

^0 



Me3S: 




PAGE 1-B 



' CI 



RN 433940-15-9 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl ] carbonyl] amino] methyl ] - 
2, 5-dif luorophenyl] iminomethyl] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 



Page 228 of 381 



Serial No.:10/516,423 



INDEX NAME ) 
Absolute stereochemistry. 



PAGE 1-A 
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Disclosed is a modif ied-release pharmaceutical composition comprising, as 
active ingredient, a compound of formula I (Rl = Cl-2 alkyl substituted by one 
or more fluoro substituents ; R2 = H, OH, OMe, OEt; and n = 0-2) or a 
pharmaceutical^ acceptable salt thereof; and a pharmaceutically acceptable 
diluent or carrier. The formulation may only contain i-carrageenan and a 
neutral gelling polymer when the compound of formula I is in the form of a 
salt; such formulations being of use for the treatment of a cardiovascular 
disorder. A compound Ph ( 3-C1 ) ( 5-OCHF2 ) - (R) -CH (OH) C (0) - ( S ) -Aze-Pab (OMe ) 
esylate salt was prepared, its 50.5 mg was combined with hydroxypropyl Me 
cellulose 200, and sodium stearyl fumarate 2.5 mg to obtain a modif ied-release 
tablets . 
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IT S3191S--71---7P 631 31 6-72- 8P 63191S---73-9P 

631916-74-0P S3X3X6-7S--iP 631916-76--2P 

631.91S--77--3P S31S16-79--SP 631916-80-8P 

, ° S3131S--83-1P S3X316-85-3P 

63 I 86 31 S191S-87-51? 631916-8 

631916-91-lP 631916-S2-2P S31S16--93-3P 

631916- 94-4P 631916-35-5P S31SX6--9S-6P 
S31316--97--7P S3X3XS--S8-8P 63X317- 01--6P 
S3.1S17-03-8P 631317-04-9P 631817-05-OP 

631917- GS-12? S313X7--07--2P 631917-0S-4P 
6319X7-X1--8P S31317-I3-0P 631 317-15 -2P 



RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(modif ied-release pharmaceutical formulation containing cardiovascular 
agents ) 
RN 631916-71-7 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S)-l-[ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 
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RN 631916-72-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2Z) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C^ S ^>| 

C0 2 H 



RN 631916-73-9 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 

CRN 100-88-9 

CMF C6 H13 N 03 S 



NH— S03H 



RN 631916-74-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, phosphate (1:1) (salt) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO^ 
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CM 2 

CRN 7664-38-2 
CMF H3 04 P 




RN 631916-75-1 HCAPLUS 

CN Phosphoric acid, dimethyl ester, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

"^0 




CM 2 

CRN 813-78-5 
CMF C2 H7 04 P 



MeO — P — OMe 

OH 



RN 631916-76-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
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4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 



RN 631916-77-3 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



C-"^ ( 



RN 631916-79-5 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy) phenyl] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

0 



MeO-""' 




CM 2 

CRN 56-87-1 
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CMF C6 H14 N2 02 
Absolute stereochemistry. 



2)< 



RN 631916-80-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
compd. with 1 , 2-benzisothiazol-3 ( 2H) -one 1,1-dioxide (1:1) (CA INDEX 
NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 81-07-2 

CMF C7 H5 N 03 S 



o 




RN 631916-81-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
methanesulfonate (1:1) (CA INDEX NAME) 
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CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 



HO— 'I— CH3 



RN 631916-83-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, 
hydrochloride (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 



MeO-"-""' 




• HC1 
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RN 631916-85-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, 
hydrobromide (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH_ 




# HBr 



RN 631916-86-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
sulfate (2:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-"-"' 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 
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RN 631916-87-5 HCAPLUS 

CN 1, 2-Ethanedisulfonic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2 -hydroxy acetyl ] -N- [ [ 4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^•0 




CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



H0 3 S — CH 2 — CH 2 — SO3H 



RN 631916-89-7 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(2S) -compd. with 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 

H03S— CH2 

RN 631916-91-1 HCAPLUS 

CN Ethanesulf onic acid, (2S) -compel, with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 594-45-6 
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CMF C2 H6 03 S 
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RN 631916-92-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
nitrate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 7697-37-2 
CMF H N 03 



0^=^— OH 



RN 631916-93-3 HCAPLUS 

CN Benzenesulf onic acid, 2 , 5-dimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 
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Absolute stereochemistry. 



F2CH 




CM 2 

CRN 609-54-1 
CMF C8 H10 03 S 



RN 631916-94-4 HCAPLUS 

CN Benzenesulf onic acid, 2, 4, 6-trimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 



MeO^ 
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CM 2 

CRN 3453-83-6 
CMF C9 H12 03 S 



Me 




RN 631916-95-5 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:2) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 81-04-9 

CMF CIO H8 06 S2 




RN 631916-96-6 HCAPLUS 

CN Naphthalenesulf onic acid, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ 14- 
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[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 25155-19-5 

CMF CIO H8 03 S 

CCI IDS 




Dl— S03H 



RN 631916-97-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 




RN 631916-98-8 HCAPLUS 

CN D-Glutamic acid, compel, with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 6893-26-1 
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CMF C5 H9 N 04 
Absolute stereochemistry. 




RN 631917-01-6 HCAPLUS 

CN L-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 56-86-0 
CMF C5 H9 N 04 

Absolute stereochemistry. 




RN 631917-03-8 HCAPLUS 

CN Glutamic acid, compd. with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 



F2CH 



MeO-"" 




'CI 



CM 2 

CRN 617-65-2 
CMF C5 H9 N 04 



NH 2 

HO 2 C — CH — CH2 — CH2 — C02H 



RN 631917-04-9 HCAPLUS 

CN L-Arginine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxy acetyl ] -N- [ [ 4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




F2CH_ 



'CI 



MeO-"'' 
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CM 



2 



CRN 74-79-3 

CMF C6 H14 N4 02 



Absolute stereochemistry. 




, C O 2 H 



RN 631917-05-0 HCAPLUS 

CN Glycine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



CM 2 

CRN 56-40-6 
CMF C2 H5 N 02 



HO — C — CH 2 — NH 2 



RN 631917-06-1 HCAPLUS 

CN Benzoic acid, 2-hydroxy-, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 



F2CH_ 



MeO-""' 




'CI 



Page 249 of 381 



Serial No.: 10/5 16,423 



CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^0 




CM 2 

CRN 69-72-7 
CMF C7 H6 03 




RN 631917-07-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) -, 

(2R, 3R) -2, 3-dihydroxybutanedioate (1:1) (salt) (9CI) (CA INDEX NAME) 
CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-"-"' 
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CM 



2 



CRN 87-69-4 
CMF C4 H6 06 



Absolute stereochemistry. 



OH 



R 



. Z Z 2 H 



H02C 



RN 631917-09-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy) phenyl] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, (2S)-, (2E) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 



MeCK"" 




'CI 



CM 



2 



CRN 
CMF 



110-17-8 
C4 H4 04 



Double bond geometry as shown. 
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RN 631917-11-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
2-hydroxy-l, 2, 3-propanetricarboxylate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 77-92-9 
CMF C6 H8 07 



C02H 

H02C— CH2— t—CH2— C02H 
OH 



RN 631917-13-0 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, ( 2S ) - ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 97-67-6 
CMF C4 H6 05 



Absolute stereochemistry. Rotation (-) . 



RN 631917-15-2 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

0 



MeO-""' 




CM 2 



CRN 6915-15-7 
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OH 

H0 2C— CH — CH2 — C02H 



RN 631917-17-4 HCAPLUS 

CN D-Gluconic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 526-95-4 
CMF C6 H12 07 

Absolute stereochemistry. 



OH OH 




RN 631917-20-9 HCAPLUS 

CN Ethanesulf onic acid, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] —2— 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 




CM 2 

CRN 594-45-6 
CMF C2 H6 03 S 



HO — 5 — CH2 — CH3 



RN 631917-21-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, benzenesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

~--o 
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CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 




RN 631917-22-1 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [[2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (9CI) (CA INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 
^0 



MeO--''" 




CM 2 

CRN 100-88-9 

CMF C6 H13 N 03 S 



NH— S03H 



RN 631917-23-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
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[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, sulfate (1:1) (CA 
INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-24-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, hydrobromide (1:1), (2S)- (CA 
INDEX NAME) 

Absolute stereochemistry. 
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F2CH_ 



MeO-"-""' 



•ci 



# HBr 



RN 631917-25-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl] -, ( 2S ) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 



MeO-""' 




CI 



CM 



2 



CRN 
CMF 



104-15-4 
C7 H8 03 S 



_Xe 




RN 
CN 



631917-26-5 HCAPLUS 

2-Naphthalenesulf onic acid, (2S)-compd. with 
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1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] —2— 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 120-18-3 
CMF CIO H8 03 S 




RN 631917-27-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)-, sulfate (2:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-28-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6 -dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, methanesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 75-75-2 
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HC^'I— CH3 



RN 631917-29-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, nitrate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 7697-37-2 
CMF H N 03 



o 



RN 631917-30-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, hydrochloride (1:1), (2S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH_ 



MeO-"-""' 



•ci 



# HCl 



RN 631917-31-2 HCAPLUS 

CN 1, 2-Ethanedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



H0 3 S — CH 2 — CH 2 — SO3H 



RN 631917-32-3 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with ( 2S ) -1- [ ( 2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 



F2CH 



MeO-""' 




'CI 
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[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 




RN 631917-33-4 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(2S) -compd. with 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



Page 263 of 381 



Serial No.: 10/5 16,423 



F2CH^ 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 



H03S— CH2 



RN 631917-34-5 HCAPLUS 

CN Benzenesulfonic acid, 2 , 5-dimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 609-54-1 
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RN 631917-35-6 HCAPLUS 

CN Benzenesulf onic acid, 2 , 4, 6-trimethyl-, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 3453-83-6 
CMF C9 H12 03 S 




RN 631917-36-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, compd. with 
1, 2-benzisothiazol-3 (2H) -one 1,1-dioxide (1:1) (CA INDEX NAME) 

CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 81-07-2 

CMF C7 H5 N 03 S 




RN 631917-37-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-difluoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl]-, ( 2S ) -, (2Z) -2-butenedioate 

(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



C02H 



RN 631917-39-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, phosphate (1:1) (salt) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

O 



MeO-""' 




CM 2 

CRN 7664-38-2 
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CMF H3 04 P 
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HO— OH 

OH 



RN 631917-40-3 HCAPLUS 

CN D-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 6893-26-1 
CMF C5 H9 N 04 

Absolute stereochemistry. 




RN 631917-42-5 HCAPLUS 

CN L-Arginine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 




CRN 74-79-3 

CMF C6 H14 N4 02 



Absolute stereochemistry. 



JL .(CH 2 )3 S ^C 

H I 

?IH2 



RN 631917-43-6 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH^ 
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CM 



2 



CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



H0 2 C- 




(CH2)tf"' 



RN 631917-44-7 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
[ imino ( met hoxy amino ) methyl ] phenyl] methyl] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




F2CH^ 



CI 



MeO-"'' 



CM 



2 



CRN 
CMF 



56-87-1 

C6 H14 N2 02 



Absolute stereochemistry. 
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RN 631917-45-8 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 81-04-9 

CMF CIO H8 06 S2 




IT -53333? --&V-0 r33?;;->b-0.9"l 433338-32-0 
6 3 1 9 1 7 1 8 - 5 € 3 1 9 1 7 - 1 3 ~ 6 6 3 1 9 1 ? - 4 6 - 9 
631917-47-0 631917-48-1 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(modif ied-release pharmaceutical formulation containing cardiovascular 
agents ) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- ( 2 -fluoroethoxy) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 631917-18-5 HCAPLUS 

CN 1-Propanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 



F2CH 




CRN 5284-66-2 
CMF C3 H8 03 S 



- CH2— CH2— CH3 



631917-19-6 HCAPLUS 

1-Butanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 2386-47-2 
CMF C4 H10 03 S 



- CH2— CH2— CH2— CH3 



RN 631917-46-9 HCAPLUS 

CN 1-Propanesulf onic acid, ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 5284-66-2 



Page 274 of 381 



CMF C3 H8 03 S 



Serial No.: 10/5 16,423 



HO- 




CH2— CH2— CH3 



RN 631917-47-0 HCAPLUS 

CN 1-Butanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



CM 2 

CRN 2386-47-2 
CMF C4 H10 03 S 



HO— S— CH2— CH2— CH2— CH3 



RN 631917-48-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- ( 2-f luoroethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) 
benzenesulfonate (1:1) (CA INDEX NAME) 




F2CH_ 



'CI 



MeO-"-"' 



CM 



1 
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CRN 433938-09-1 

CMF C23 H26 CI F N4 05 



Absolute stereochemistry. 




CRN 98-11-3 
CMF C6 H6 03 S 
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An immediate-release pharmaceutical formulation is provided comprising (a) as 
active ingredient, a compound of formula I (Rl = Cl-2 alkyl substituted by one 
or more fluoro substituents ; R2 = H, OH, OMe, OEt; n = 0, 1, 2) or a 
pharmaceutically acceptable salt thereof; and (b) a pharmaceutically 
acceptable diluent or carrier. When the active ingredient is other than in 
the form of a salt, the formulation does not solely contain (i) a solution of 
one active ingredient and water, (ii) a solution of one active ingredient and 
DMSO, or (iii) a solution of one active ingredient in a mixture of ethanol/PEG 
660 12-hydroxy stearate/water (5:5:90). Such formulations are used for the 
treatment of a cardiovascular disorder. For example, a solution was prepared 
by dissolving Compound A [I (Rl = CHF2, R2 = OMe, n = 0) (preparation given)] 
in a hydroxypropyl-p-cyclodextrin/water diluent (40:60 weight/weight% ) (136 
umol Compound A to 1 mL diluent) and adjusting pH to 3.7 with HC1. The 
solubility of Compound A was at least 700 times higher in this vehicle 
compared to water alone. 

4 33937-73-6P 433937-74-7P 433S37-93-0DP, salts 
with saccharinic acid - — " , s ^38--Q7-9P 
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433933-3I-9P 433338--32--0P S31916-71--7P 

631.91S--72--8P S313.1S-73--8P 631316-74-0P 

631916-75-1P 63I91S-76--2P 63191 6-77-3P 

631916- 79-5P 631916-80-SJ? S3! 9XS--81--SF 
o - - . * ° * V ° o o 
631S16-89-7P 63IS1S-91-1P S3X3X6--92-2P 
631316-93-3P 631916--S4-4P 631916- 95--SP 
63I916~97~7P S3191S--38-SP 63I917-01--6P 
S319X7--03--8P 631S17--04--3P 631 917-05-0P 

631917- 06-1P S3 i:--'. ■■ I 631917-09-4P 



634151 5' >P { 4.131-59-OP 

RL: PRP (Properties); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and immediate-release formulation of amidine compds . for 
treatment of thrombosis) 
RN 433937-73-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433937-74-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl) phenyl] methyl] -1- [ (2R) -2- 
[3-chloro-5- (dif luoromethoxy) phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 



MeO-""' 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-07-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) - 
[3-chloro-5- ( 2-fluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 
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Absolute stereochemistry. 



FCtfif^O 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



FCH^^O 




RN 433938-21-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] - 
2-hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH^^O 




RN 433938-22-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
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(CA INDEX NAME ) 
Absolute stereochemistry. 



FCll2^^0 




RN 433938-31-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxyacetyl] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 



F2CH 




RN 631916-71-7 HCAPLUS 
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CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 




RN 631916-72-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2Z) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



C02H 



RN 631916-73-9 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S)-1-[(2R)- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 
[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

O 



MeO-""' 




CM 2 



CRN 100-88-9 
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CMF C6 H13 N 03 S 
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NH — 3 0 3 H 



631916-74-0 HCAPLUS 

2-Azetidinecarboxamide, 1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(9CI) (CA INDEX NAME) 



phosphate (1:1) (salt) 



CM 



CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 




CRN 7664-38-2 
CMF H3 04 P 



HO— P— OH 



631916-75-1 HCAPLUS 

Phosphoric acid, dimethyl ester, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 



CM 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 

CRN 813-78-5 
CMF C2 H7 04 P 



MeO— 

OH 



RN 631916-76-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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CRN 104-15-4 
CMF C7 H8 03 S 



- M 



RN 631916-77-3 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 



H02C^^^ ( CH 2 



631916-79-5 HCAPLUS 

L-Lysine, compd. with ( 2S ) -1- [ ( 2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1), 



Page 286 of 381 



Serial No.: 10/5 16,423 

monohydrochloride (9CI) (CA INDEX NAME) 



CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 56-87-1 

CMF C6 H14 N2 02 

Absolute stereochemistry. 



RN 631916-80-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
compd. with 1 , 2-benzisothiazol-3 ( 2H) -one 1,1-dioxide (1:1) (CA INDEX 
NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 81-07-2 

CMF C7 H5 N 03 S 

o 

ULl. 

RN 631916-81-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
methanesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

~--o 



MeO-"-"' 




CM 2 
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CMF C H4 03 S 
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HO-' 




RN 631916-83-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, 
hydrochloride (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 631916-85-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, 
hydrobromide (1:1), (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH_ 



MeO-'''' 




CI 



# HC1 




F2CH_ 



CI 



# HBr 
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RN 631916-86-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
sulfate (2:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631916-89-7 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(2S) -compd. with 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 

H03S— CH2 

RN 631916-91-1 HCAPLUS 

CN Ethanesulf onic acid, (2S) -compel, with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 594-45-6 
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CMF C2 H6 03 S 
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RN 631916-92-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
nitrate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 7697-37-2 
CMF H N 03 



0^=^— OH 



RN 631916-93-3 HCAPLUS 

CN Benzenesulf onic acid, 2 , 5-dimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 
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Absolute stereochemistry. 



F2CH 




CM 2 

CRN 609-54-1 
CMF C8 H10 03 S 



RN 631916-94-4 HCAPLUS 

CN Benzenesulf onic acid, 2, 4, 6-trimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 



MeO^ 
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CM 2 

CRN 3453-83-6 
CMF C9 H12 03 S 



Me 




RN 631916-95-5 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:2) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 81-04-9 

CMF CIO H8 06 S2 




RN 631916-97-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) -, 
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benzenesulfonate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 




RN 631916-98-8 HCAPLUS 

CN D-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 



MeO-""' 




'CI 



CM 2 

CRN 6893-26-1 
CMF C5 H9 N 04 

Absolute stereochemistry. 

NH 2 



RN 631917-01-6 HCAPLUS 

CN L-Glutamic acid, compel, with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy)phenyl] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




F2CH_ 



MeO-""' 




'CI 



CM 



2 



CRN 56-86-0 
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CMF C5 H9 N 04 
Absolute stereochemistry. 




RN 631917-03-8 HCAPLUS 

CN Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 617-65-2 
CMF C5 H9 N 04 



NH 2 

H0 2C — !:H— CH2— CH2 — C0 2H 



RN 631917-04-9 HCAPLUS 

CN L-Arginine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 
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CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 



F2CH > 



MeO-""-' 




•CI 



CM 2 

CRN 74-79-3 

CMF C6 H14 N4 02 

Absolute stereochemistry. 

NH 



RN 631917-05-0 HCAPLUS 

CN Glycine, compd. with ( 2S ) -1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxy acetyl J -N- [ 14- 

[ imino ( met hoxy amino ) methyl ] phenyl] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 





F2CH_ 



'CI 



MeO"-"'' 
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CM 2 

CRN 56-40-6 
CMF C2 H5 N 02 



HO — G — CH 2 — NH 2 



RN 631917-06-1 HCAPLUS 

CN Benzoic acid, 2-hydroxy-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2 -hydroxy acetyl ] -N- [ [ 4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 69-72-7 
CMF C7 H6 03 




RN 631917-07-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [ 4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, 

(2R, 3R) -2, 3-dihydroxybutanedioate (1:1) (salt) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^0 




CM 2 

CRN 87-69-4 
CMF C4 H6 06 

Absolute stereochemistry. 




RN 631917-09-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl] -, ( 2S ) -, (2E) -2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



631917-11-8 HCAPLUS 

2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
2-hydroxy-l, 2, 3-propanetricarboxylate (1:1) (CA INDEX NAME) 



CM 



1 



CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 




CRN 77-92-9 
CMF C6 H8 07 
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C02H 

H02C— CH2— C— CH2— C02H 
OH 



RN 631917-13-0 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, ( 2S ) - ( 2S ) -compd . with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2 -hydroxy acetyl ] -N- [ [ 4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



^•0 




CRN 97-67-6 
CMF C4 H6 05 



Absolute stereochemistry. Rotation (-) . 



RN 631917-15-2 HCAPLUS 

CN Butanedioic acid, 2-hydroxy-, (2S) -compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 
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Absolute stereochemistry. 




F2CH_ 



'CI 



MeO-"""' 



CM 2 

CRN 6915-15-7 
CMF C4 H6 05 



OH 

HO 2 C — t H — C H 2 — C 0 2 H 



RN 631917-17-4 HCAPLUS 

CN D-Gluconic acid, compel, with ( 2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [ 4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 




F2CH_ 



'CI 



MeO-''' 



CM 



2 



CRN 526-95-4 
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CMF C6 H12 07 
Absolute stereochemistry. 

OH OH 




RN 631917-18-5 HCAPLUS 

CN 1-Propanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 5284-66-2 
CMF C3 H8 03 S 



-CH2— CH2— CH3 



RN 631917-19-6 HCAPLUS 

CN 1-Butanesulfonic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 
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CM 1 
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CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 



Absolute stereochemistry. 




CRN 2386-47-2 
CMF C4 H10 03 S 



-Jl— CH2— CH2— CH2— C 



631917-20-9 HCAPLUS 

Ethanesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 



F2CH^ 
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CM 



2 



CRN 594-45-6 
CMF C2 H6 03 S 




RN 631917-21-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, benzenesulf onate (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeCK-"' 




'CI 



CM 



2 



CRN 
CMF 



98-11-3 
C6 H6 03 S 
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RN 631917-22-1 HCAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 

(2S) -1- [ (2R) - [3-chloro-5- (dif luoromethoxy) phenyl ] hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (9CI) (CA INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 100-88-9 

CMF C6 H13 N 03 S 



NH— S03H 



RN 631917-23-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, sulfate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 




RN 631917-24-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6 -dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, hydrobromide (1:1), (2S)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 




# HBr 



RN 631917-25-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, 
4-methylbenzenesulfonate (1:1) (CA INDEX NAME) 
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CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 



RN 631917-26-5 HCAPLUS 

CN 2-Naphthalenesulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH_ 
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CM 2 

CRN 120-18-3 
CMF CIO H8 03 S 




RN 631917-27-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, sulfate (2:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



MeO-""' 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 



HO — — OH 



RN 631917-28-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] 
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hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)-, methanesulf onate (1:1) 
(CA INDEX NAME ) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



^■0 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 



JLc: 



RN 631917-29-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, nitrate (1:1) (CA 
INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 7697-37-2 
CMF H N 03 




RN 631917-30-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6 -dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, hydrochloride (1:1), (2S)- 
(CA INDEX NAME) 

Absolute stereochemistry. 



F 2 CH 




# HC1 



RN 631917-31-2 HCAPLUS 

CN 1, 2-Ethanedisulfonic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 
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CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^•0 




CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



HO3S — CH2— CH2— SO3 



RN 631917-32-3 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(1S,4R)-, compd. with (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy)phenyl] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

O 



MeO-""' 




CM 2 
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CRN 3144-16-9 
CMF CIO H16 04 S 

Absolute stereochemistry. Rotation (+) . 




RN 631917-33-4 HCAPLUS 

CN Bicyclo [ 2 . 2 . 1 ] heptane-l-methanesulf onic acid, 7, 7-dimethyl-2-oxo-, 
(2S) -compd. with 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl] -2-azetidinecarboxamide (1:1) 
(CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 5872-08-2 
CMF CIO H16 04 S 




RN 631917-34-5 HCAPLUS 
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CN Benzenesulf onic acid, 2 , 5-dimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [[2,6- 
difluoro-4- [imino (methoxyamino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 609-54-1 
CMF C8 H10 03 S 




RN 631917-35-6 HCAPLUS 

CN Benzenesulf onic acid, 2 , 4 , 6-trimethyl-, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl] -N- [ [2,6- 
difluoro-4- [imino (methoxyamino ) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 




CM 2 

CRN 3453-83-6 
CMF C9 H12 03 S 



Me 




RN 631917-36-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6 -dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl ] -, (2S)-, compd. with 
1, 2-benzisothiazol-3 (2H) -one 1,1-dioxide (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




CM 2 

CRN 81-07-2 
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CMF C7 H5 N 03 S 
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o 



RN 631917-37-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) - [ 3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S) -, (2Z) -2-butenedioate 

(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 



MeO--''" 




CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C^^ 

C02H 



RN 631917-39-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) - [ 3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[ imino (methoxyamino) methyl ] phenyl] methyl] -, (2S)-, phosphate (1:1) (salt) 
(9CI) (CA INDEX NAME) 
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CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



^0 




CM 2 

CRN 7664-38-2 
CMF H3 04 P 




RN 631917-40-3 HCAPLUS 

CN D-Glutamic acid, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 
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F2CH^ 



MeO-""' 




F 



0 0 




'CI 



CM 2 

CRN 6893-26-1 
CMF C5 H9 N 04 

Absolute stereochemistry. 

NH 2 



RN 631917-42-5 HCAPLUS 

CN L-Arginine, compel, with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino (methoxyamino) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 




F2CH_ 



MeO-""' 




'CI 



CM 



2 



CRN 74-79-3 
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CMF C6 H14 N4 02 
Absolute stereochemistry. 



Jl (CH 2 )3 S ^ C °2H 

Ih2 



RN 631917-43-6 HCAPLUS 

CN L-Lysine, compd. with (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1) 

(9CI) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 

^0 




CRN 56-87-1 

CMF C6 H14 N2 02 



Absolute stereochemistry. 

NH 2 



H02C^^^ (CH2)tf 



. NH 2 



RN 631917-44-7 HCAPLUS 

CN L-Lysine, compd. with ( 2S ) -1- [ ( 2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl] hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:1), 
monohydrochloride (9CI) (CA INDEX NAME) 
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CM 1 



Serial No.: 10/5 16,423 



CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 



Absolute stereochemistry. 



F2CH_ 



MeO-""" 




CRN 56-87-1 

CMF C6 H14 N2 02 

Absolute stereochemistry. 

NH 2 

JL NH 2 

H0 2C-^S^ ( CH 2 ) ^ 



RN 631917-45-8 HCAPLUS 

CN 1 , 5-Naphthalenedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -N- [ [2,6- 
difluoro-4-[ imino ( met hoxy amino) methyl ] phenyl ] methyl ] -2- 
azetidinecarboxamide (1:2) (CA INDEX NAME) 

CM 1 

CRN 433938-32-0 

CMF C22 H21 CI F4 N4 05 

Absolute stereochemistry. 



F2CH 



MeO-"-"' 
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CM 2 

CRN 81-04-9 

CMF CIO H8 06 S2 




RN 634151-54-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 634151-59-0 HCAPLUS 

CN 1, 2-Ethanedisulf onic acid, (2S)-compd. with 

1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[ imino ( met hoxy amino ) methyl ] phenyl ] methyl ] -2-azetidinecarboxamide (1:2) 
(CA INDEX NAME) 

CM 1 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 



Page 322 of 381 



Serial No.: 10/5 16,423 

F2CH^ 




CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



IT >-3P 433939-57-2P 433939-99-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and immediate-release formulation of amidine compds . for 
treatment of thrombosis) 
RN 433938-43-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
F2CH 



Me3Si' 
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RN 433939-57-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
dif luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl ] car bony 1 ] amino] methyl ] phenyl ] iminomethyl ] -, phenylmethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F2Crf^^-0 




RN 433939-99-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl ] car bony 1 ] amino] methyl ] - 
3, 5-dif luorophenyl] iminomethyl] -, 2- (tr imethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
F2CH 

""-0 
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PAGE 1-B 



1 CI 



IT 433937-75-8? 433938-03-0? 634 A 5.1 -60- 3P 
634a51-«.1.-43? 

RL: 5PN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation and immediate-release formulation of amidine compds . for 
treatment of thrombosis) 
RN 433937-75-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- (dif luoromethoxy ) phenyl] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-74-7 

CMF C21 H21 CI F2 N4 04 

Absolute stereochemistry. 



F2CH 



H 2 n. 




ci 



CM 



2 



CRN 
CMF 



76-05-1 
C2 H F3 02 



F 



F— C— ( 

F 



■C02H 



RN 433938-08-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ]-!-[ ( 2R) -2- 



Page 325 of 381 



Serial No.: 10/5 16,423 

[3-chloro-5- ( 2-fluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-07-9 

CMF C22 H24 CI F N4 04 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F— L— C02H 
F 

RN 634151-60-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -, acetate (1:1), (2S)- (CA INDEX NAME) 

CM 1 

CRN 433938-31-9 

CMF C21 H19 CI F4 N4 04 

Absolute stereochemistry. 
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CM 2 

CRN 64-19-7 
CMF C2 H4 02 

o 

HO— 'c— CH3 

RN 634151-61-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R) -2- 
[3-chloro-5- (dif luoromethoxy) phenyl] -2-hydroxyacetyl ] -, acetate (1:1) , 
(2S)- (CA INDEX NAME) 

CM 1 

CRN 433937-74-7 

CMF C21 H21 CI F2 N4 04 

Absolute stereochemistry. 



F2CH 




CM 2 

CRN 64-19-7 
CMF C2 H4 02 
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0 

10— 'c— CH3 
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Serial No.:10/516,423 

SE 2001-4049 A 20011130 

SE 2002-1660 A 20020531 

WO 2002-SE1217 W 20020619 

ED Entered STN: 05 Jan 2003 

AB An oral pharmaceutical formulation comprising i-carrageenan, one or more 

neutral gelling polymers and a basic pharmaceutical inhibits the release of 
the active ingredient from the formulation at acidic pH . A process for the 
manufacture of the formulation and the use of the formulations are also 
disclosed. Tablets were obtained by the direct compression of H 376/95 (basic 
drug) 50.5, PEG 160.0, i-carrageenan 40.0, and sodium stearyl fumarate 2.5 mg . 
The release of H376/95 from blends with varying composition ratios of PEG and 
i-carrageenan was determined Blending different ratios of the anionic 
polymer, i-carrageenan and the neutral gelling polymer PEG, the release rate 
in media with different pH can be modified. 

IT 433337-77--0P 433S38--43-3P 473621-07-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(in amine-containing azetidine preparation; oral pharmaceutical 

formulations 

containing i-carrageenan and gelling polymers and basic drugs) 
RN 433937-77-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl] carbonyl] amino ] methyl ] phenyl ] iminomethyl] -, phenylmethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-43-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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PAGE 1-A 




PAGE 1-B 



RN 479621-07-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ <2R) - [3-chloro-5- 

(dif luoromethoxy) phenyl] hydroxyacetyl ] -2-azetidinyl ] carbonyl] amino] methyl] - 
2, 6-dif luorophenyl] iminomethyl] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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IT 




RL: 5PN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(oral pharmaceutical formulations containing v-carrageenan and gelling 
polymers and basic drugs) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( 2 -fluoroethoxy) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-22-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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FClI^^^O 




RN 479621-12-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [3, 5-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 



F2CH 



MeO-""' 




RN 479621-13-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( f luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (hydroxy amino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



FCH2 

\0 
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RRlCHCOl 

^CONHCH2XC ( :NH)NH2 I 




Mandelic acid derivs. I [R = substituted Ph; Rl = OH, CH20H; X = C6H4, 
(di) azaphenylene; Y = CH2, CH2CH2] and pharmaceutically-acceptable prodrugs 
thereof, were prepd for use as competitive inhibitors of trypsin-like 
proteases, such as thrombin, or as anticoagulants. Thus, 3 , 5 -CI (F2CH0) C6H3CHO 
was prepared from 3 , 5-C12C6H30Me and was converted to 3,5- 

Cl (F2CHO)C6H3CH(OSiMe3)CN which was hydrolyzed and resolved with lipase to 
give (R)-3,5-Cl(F2CHO)C6H3CH(OH)C02H. This acid was used to acylate the 
azetidine fragment and deblocked to give the amide (R)-II which had an IC50 
<0.02 uM in the thrombin clotting time test. 
433937-72-5P 433937-73-63? 433937-74-7P 



-6P 
--9P 



?P 433938-3Q-8P 
433338-31- 5P 433&38-32-0P 433938-33-lP 
433338-35-3? ^ - 36-4P 433938-37-5P 
433938-51-3P 433338-52-4P 433938-53-5P 
433938-54-6?? 43S338-55-7P 433938-56-8P 
433938-57-9P 4 33338-58-0P 433938-59-1P 
433938-60-4P 433938-61-5P 433938-62-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of mandeloylazetidinecarboxamides as thrombin inhibitors) 
433937-72-5 HCAPLUS 

2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclobutyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 



Absolute stereochemistry. 
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F2CH^ 




RN 433937-73-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

~--o 




RN 433937-74-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( amino iminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



F2CH 




RN 433937-75-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
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2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 



CM 1 

CRN 433937-74-7 

CMF C21 H21 CI F2 N4 04 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— C— O 



RN 433937-76-9 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl ] car bony 1 ] amino] methyl ] phenyl] iminomethyl ] -, cyclopentyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

"^0 
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RN 433937-77-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, phenylmethyl ester 
(9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 433937-78-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- (trif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 433937-79-2 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (trif luoromethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433937-78-1 

CMF C21 H20 CI F3 N4 04 

Absolute stereochemistry. 
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F3C^ 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— \z— O 



RN 433937-80-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] 
hydroxy acetyl ] -N- [ [ 4- [imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



MeO-""" 




RN 433937-81-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 5-methyl-3- 

isoxazolyl)methoxy] amino ] methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433937-98-5 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R)-2- 
[3-chloro-5- (2, 2, 2-trif luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 433937-99-6 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (2, 2, 2-trif luoroethoxy) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trif luoroacetate (1:1) (CA INDEX NAME) 
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CM 1 

CRN 433937-98-5 

CMF C22 H22 CI F3 N4 04 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F— C— C02H 



RN 433938-00-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2, 2- 
trif luoroethoxy ) phenyl ] -2 -hydroxy acetyl ] -N- [ [ 4- 

[imino (methoxyamino) methyl] phenyl] methyl] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-01-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -l-[ ( 2R) -2- 
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[3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



F2Crf^^-0 




RN 433938-02-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-01-3 

CMF C22 H23 CI F2 N4 04 

Absolute stereochemistry. 



F2C^^-0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— C— O 
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RN 433938-03-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (2, 2-dif luoroethoxy ) phenyl ] - 
2 -hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-04-6 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( amino iminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- ( fluoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



FCH2 

^0 




RN 433938-05-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ]-l-[(2R)-2- 
[3-chloro-5- ( fluoromethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-04-6 

CMF C21 H22 CI F N4 04 

Absolute stereochemistry. 
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FCH2 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— \z— O 



RN 433938-06-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- ( fluoromethoxy) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



FCH2 

^0 




RN 433938-07-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-chloro-5- ( 2-fluoroethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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FCH'2'^0 




RN 433938-08-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) 
[3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-07-9 

CMF C22 H24 CI F N4 04 

Absolute stereochemistry. 



FCtf2^^0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 



Page 345 of 381 



Serial No.: 10/5 16,423 



Absolute stereochemistry. 



FCIT2^^0 



MeO- - '' 




0 



ii- 




•ci 



RN 433938-10-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) 
[3-chloro-5-[2-fluoro-l-( f luoromethyl ) ethoxy] phenyl ] -2 -hydroxy acetyl ] - 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433938-11-5 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R) 
[3-chloro-5- [2-f luoro-1- (f luoromethyl) ethoxy] phenyl] -2-hydroxyacetyl ] - 
(2S)-, 2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-10-4 

CMF C23 H25 CI F2 N4 04 

Absolute stereochemistry. 




CH2F 



'CI 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— \z— C02H 
F 



RN 433938-12-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- [ 2-f luoro-1- 
( f luoromethyl ) ethoxy] phenyl ] -2-hydroxyacetyl ] -N- [ [4- 
[imino (methoxyamino ) methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-13-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3- (dif luoromethoxy) -5-f luorophenyl] -2-hydroxyacetyl] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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F2CH^ 




RN 433938-14-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) 
[3- (dif luoromethoxy ) -5-f luorophenyl] -2-hydroxyacetyl ] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-13-7 

CMF C21 H21 F3 N4 04 

Absolute stereochemistry. 



F2CH 

^0 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




RN 433938-15-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3- (dif luoromethoxy ) -5-f luorophenyl ] 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 
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Absolute stereochemistry. 



F2CH 




RN 433938-16-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl] -1- [ ( 2R) -2- 
[3-bromo-5- ( fluoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



FCH2 




RN 433938-17-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ (2R) -2- 
[3-bromo-5- ( fluoromethoxy ) phenyl ] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-16-0 

CMF C21 H22 Br F N4 04 

Absolute stereochemistry. 



FCH2 
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CM 



2 



CRN 76-05-1 
CMF C2 H F3 02 



F 



F— C— ( 

F 



■ZZ 2 H 



RN 433938-18-2 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-bromo-5- (difluoromethoxy) phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 433938-19-3 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- (aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-bromo-5- (difluoromethoxy) phenyl] -2-hydroxyacetyl] -, (2S) -, 
2, 2, 2-trifluoroacetate (1:1) (CA INDEX NAME) 

CM 1 

CRN 433938-18-2 

CMF C21 H21 Br F2 N4 04 

Absolute stereochemistry. 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F— \z— O 



RN 433938-20-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-bromo-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




433938-21-7 HCAPLUS 

2-Azetidinecarboxamide, 1- [ ( 2R) - 2- [ 3-chloro-5- ( 2 , 2-dif luoroethoxy ) phenyl ] • 
2 -hydroxy acetyl ] -N- [ [ 4- [ (hydroxyamino) iminomethyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 



Absolute stereochemistry. 
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RN 433938-30-8 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -3-f luorophenyl ] methyl ] -1- 
[ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2-hydroxyacetyl ] -, (2S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 




RN 433938-31-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [[ 4- ( aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
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Absolute stereochemistry. 



F2CH 




RN 433938-33-1 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- (aminoiminomethyl ) -2 , 5- 

dif luorophenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy) phenyl ] -2- 
hydroxyacetyl] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-35-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (ethoxy amino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^•0 




RN 433938-36-4 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (propoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) - 
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(CA INDEX NAME ) 
Absolute stereochemistry. 



F2CH 

^0 




RN 433938-37-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] - 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 1-methylethoxy ) amino] methyl ] phenyl ] methyl ] - 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433938-51-3 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R)-2-[3-chloro-5- (trif luoromethoxy ) phenyl ] 
hydroxyacetyl ] -N- [ [ 4- [ imino [ ( 3- 

pyridinylmethoxy)amino]methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-52-4 HCAPLUS 
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CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 2-methylpropoxy ) amino] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 433938-53-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (ethoxyamino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 433938-54-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ (phenylmethoxy ) amino ] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 433938-55-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclohexyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F 3 C 

^-0 




RN 433938-56-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ [ ( cyclobutyloxy ) amino] iminomethyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-57-9 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ 2- [3- 

(trif luoromethyl ) phenoxy ] ethoxy] amino] methyl] phenyl ] methyl ] -, ( 2S ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 433938-58-0 HCAPLUS 

CN 2-Azetidinecarboxamide, N-[[4-[[[(4- 

chlorophenyl ) methoxy ] amino] iminomethyl ] phenyl ] methyl ] -1- [ (2R)-2-[3-chloro- 
5- (trif luoromethoxy) phenyl ] -2-hydroxyacetyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-59-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 3- 

methoxyphenyl) methoxy] amino ] methyl ] phenyl ] methyl ] -, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 433938-60-4 HCAPLUS 

CN 2-Azetidinecarboxamide, N-[[4-[[[(2- 

bromophenyl ) methoxy ] amino] iminomethyl ] phenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- 
(trifluoromethoxy)phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-61-5 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino [ [ ( 4- 

methylphenyl)methoxy]amino]methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
Absolute stereochemistry. 




RN 433938-62-6 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (trif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino [ ( 1-propylbutoxy ) amino] methyl ] phenyl ] methyl ] -, 
(2S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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(n-Pr) 2CH. 



H 




•CI 



IT 




433939-55-0P 433939-57-2P 433939-58-3P 
433939-99-2P 433940-15-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of mandeloylazetidinecarboxamides as thrombin inhibitors) 
RN 433938-43-3 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 




F2CH_ 



Me3Si' 



PAGE 1-B 



CI 



RN 
CN 



433938-50-2 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S)-1- [ (2R)- [3-chloro-5- 
(trifluoromethoxy)phenyl] hydroxyacetyl] -2- 
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azetidinyl] carbonyl] amino ] methyl ] phenyl ] iminomethyl] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-88-6 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2, 2- 
trif luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 433938-96-6 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
dif luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




433939-08-3 HCAPLUS 

Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

( fluoromethoxy) phenyl ] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl] - 

2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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PAGE 1-A 
FCH2 




RN 433939-18-5 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2- 
f luoroethoxy)phenyl] hydroxyacetyl] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




page 1-B 
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RN 433939-26-5 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- [2-f luoro-1- 
( f luoromethyl ) ethoxy] phenyl] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433939-38-9 HCAPLUS 

CN Carbamic acid, [ [ 4- [ [ [ [ ( 2S ) -1- [ ( 2R) - [ 3- (dif luoromethoxy ) -5- 
f luorophenyl ] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl ] iminomethyl ] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CH2F 



Me3Si' 



Y 
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PAGE 1-A 




PAGE 1-B 



RN 433939-47-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ <2R) - [3-bromo-5- 
( fluoromethoxy) phenyl] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] - 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
FCH2 
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RN 433939-55-0 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-bromo-5- 
(dif luoromethoxy ) phenyl ] hydroxyacetyl ] -2- 
azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, 
2- (trimethylsilyl) ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 433939-57-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- (2, 2- 
difluoroethoxy)phenyl] hydroxyacetyl] -2- 

azetidinyl ] carbonyl ] amino] methyl ] phenyl] iminomethyl ] -, phenylmethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 



Me3Si' 
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— Br 



F2Clf^~ Vv ^O 



Ph 



V 




•ci 



RN 



433939-58-3 HCAPLUS 
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CN Carbamic acid, [ [4- [ [ [ [ (2S)-1- [ (2R)- [3-chloro-5-(2- 
f luoroethoxy ) phenyl ] hydroxyacetyl ] -2- 

azetidinyl] carbonyl] amino] methyl] phenyl] iminomethyl] -, phenylmethyl ester 
(9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 433939-99-2 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl] carbonyl ] amino] methyl ] - 
3 , 5-dif luorophenyl ] iminomethyl ] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
F2CH 

^0 



Me3S: 




PAGE 1-B 



' CI 



RN 433940-15-9 HCAPLUS 

CN Carbamic acid, [ [4- [ [ [ [ (2S) -1- [ (2R) - [3-chloro-5- 

(dif luoromethoxy ) phenyl ] hydroxyacetyl] -2-azetidinyl ] carbonyl] amino] methyl ] - 
2, 5-dif luorophenyl] iminomethyl] -, 2- (trimethylsilyl ) ethyl ester (9CI) (CA 
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INDEX NAME ) 
Absolute stereochemistry. 



PAGE 1-A 
F2CH 



Me3S: 




PAGE 1-B 



CI 



IT 433338-22-8P 433938-34-2P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 

study); PREP (Preparation); USES (Uses) 

(preparation of mandeloylazetidinecarboxamides as thrombin inhibitors) 
RN 433938-22-8 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- ( 2-f luoroethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ (hydroxy amino) iminomethyl ] phenyl ] methyl] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-34-2 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [2, 5-dif luoro-4- 

[imino (methoxyamino) methyl] phenyl] methyl]-, (2S)- (CA INDEX NAME) 
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Absolute stereochemistry. 




REFERENCE COUNT: 



THERE ARE 5 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L21 ANSWER 11 OF 16 HCAPLUS COPYRIGHT 2009 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2008:1369750 
149:548920 

Combination antithrombotic therapy with a sulfonylurea 

compound acting as a platelet ADP receptor inhibitor 

Conley, Pamela B.; Andre, Patrick; Sinha, Uma 

Portola Pharmaceuticals, Inc., USA 

PCT Int. Appl., 81pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 


WO 200E 


S1377 


87 




A2 




2008 


1113 




WO 2008- 


-US62561 




20080502 


WO 200E 


S1377 


87 




A3 




2009020b 
















W: 


AE, 


AG, 


AL, 


AM, 


AO, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BH, 


BR, 


BW, BY, BZ, 




CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DO, 


DZ, 


EC, 


EE, EG, ES, 




FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


GT, 


HN , 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, JP, KE, 




KG, 


KM, 


KN, 


KP, 


KR, 


KZ, 


LA, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LY, MA, MD, 




ME, 


MG, 


MK, 


MN, 


MW, 


MX, 


MY, 


MZ , 


NA, 


NG, 


NI, 


NO, 


NZ, 


OM, PG, PH, 




PL, 


PT, 


RO, 


RS, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SM, 


SV, 


SY, TJ, TM, 




TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VC, 


VN, 


ZA, 


ZM, 


ZW 




RW: 


: AT, 


BE, 


BG, 


CH, 


CY, 


cz, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, HR, HU, 




IE, 


IS, 


IT, 


LT, 


LU, 


LV, 


MC, 


MT , 


NL, 


NO, 


PL, 


PT, 


RO, 


SE, SI, SK, 




TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, SN, TD, 




TG, 


BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, ZM, ZW, 




AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AP, 


EA, 


EP, 


OA 




US 200E 


30279 


845 




Al 




2008 


1113 




US 2008- 


-114706 




20080502 


PRIORITY APPLN. 


INFO 














US 2007- 


-915649P 




P 20070502 




















US 2007- 


-915911P 




P 20070503 




















US 2007- 


-947921P 




P 20070703 




















US 2007- 


-978700P 




P 20071009 



OTHER SOURCE(S): CASREACT 149:548920 

ED Entered STN: 14 Nov 2008 

AB The invention discloses pharmaceutical compns. and methods of using 

combination therapies containing [ 4- ( 6-f luoro-7-methylamino-2 , 4-dioxo-l , 4- 
dihydro-2H-quinazolin-3-yl ) -phenyl] -5 -chl or o- t hi ophen- 2 -yl- sulfonylurea 
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(preparation included) , or a pharmaceutical^ acceptable salt thereof, for the 
treatment of thrombosis diseases. 
IT 433937-33-0, k.ZD 023 " .107.9 l ! iS-20-7 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(combination antithrombotic therapy with sulfonylurea compound platelet 
ADP receptor inhibitor) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 1079152-20-7 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl] -, ( 2S ) -, 
mixt . with 5-chloro-N- [ [ [4- [6-f luoro-1, 4-dihydro-7- (methylamino ) -2, 4-dioxo- 
3 (2H) -quinazolinyl ] phenyl] amino] carbonyl] -2-thiophenesulf onamide (CA 
INDEX NAME) 

CM 1 

CRN 936500-94-6 

CMF C20 H15 CI F N5 05 S2 




CM 2 

CRN 433937-93-0 

CMF C22 H23 CI F2 N4 05 

Absolute stereochemistry. 
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OTHER SOURCE(S): MARPAT 149:534068 

ED Entered STN: 30 Oct 2008 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to compds . of the formula I, which are pharmacol. active 
compds . Compds. of formula I wherein ring E is a (un) substituted 3- to 10- 
membered heterocyclic ring; X is N and CR8 ; B, and Q are independently a 
covalent bond, C2-10 alkenyl, C2-10 alkynyl, C0-4 alkylene-CH (OH) -C0-4 
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alkylene, etc.; J os H, (un) substituted Cl-4 alkyl; CO-4 alkylene-OCH2-Cl-3 
f luoroalkylene-CH20-Cl-4 alkyl, etc.; Rl is H, (un) substituted Cl-4 alkyl, Cl- 
3 alkylene-C0NH2 and derivs. and Cl-3 alkylene-C02H and derivs.; R2, R3 , R4, 
R5 R6 and R8 are independently H, (un) substituted Cl-6 alkyl, CO-4 alkylene-OH 
and derivs., halo, Cl-4 fluoroalkyl, etc.; Z is CO-8 alkylene., C2-10 
alkenylene, C2-10 alkynylene, etc.; A is a covalent bond, C3-8 alkylene, C3-8 
cycloalkylene and C3-15 heterocyclyl ; V is (un) substituted (mono/bi ) cyclic 3- 
to 15-membered ( amino ) heterocyclic ring; M is H, Cl-8 (un) substituted alkyl, 
C02H and derivs., Cl-8 alkylene-NH2 and derivs., C0NH2 and derivs., etc.; and 
all stereoisomeric forms and mixts. thereof, and physiol. tolerable salts 
thereof, are claimed. They exhibit a strong anti-aggregating effect on 
platelets and thus an anti-thrombotic effect and are suitable e.g. for the 
therapy and prophylaxis of cardio-vascular disorders like thromboembolic 
diseases or restenosis. They are reversible antagonists of the platelet ADP 
receptor P2Y12, and can in general be applied in conditions in which an 
undesired activation of the platelet ADP receptor P2Y12 is present or for the 
cure or prevention of which an inhibition of the platelet ADP receptor P2Y12 
is intended. The invention furthermore relates to processes for the 
preparation of compds . of the formula I, their use, in particular as active 
ingredients in pharmaceuticals, and pharmaceutical prepns. comprising them. 
Example compound II«TFA was prepared by a general procedure (procedure given) . 
All the invention compds. were evaluated for their P2Y12 antagonistic 
activity. From the assay, it was determined that compound II exhibited IC50 
value of 0.18 uM. 

IT 433937-93-0 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(codrug; preparation of quinolinecarboxamide derivs. as P2Y12 antagonists 
useful in the treatment of cardiovascular disorders) 

RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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ED Entered STN: 18 Oct 2007 

AB Disclosed herein are pharmaceutical combinations comprising at least one 
thrombin receptor antagonist and at least one cardiovascular agent. The 
thrombin receptor antagonists are statins or antiarrhythmic agents and 
cardiovascular agents suitable for co-formulation or co-administration with 
the thrombin receptor antagonist include an endothelin antagonist selected 
from the group consisting of tezosentan, bosentan, and sitaxsentan (no data) . 

IT 433337-93-0 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(use of combination of thrombin receptor antagonists and cardiovascular 
agents for treatment of cardiovascular disorders) 
RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] -2- 
hydroxy acetyl ] -N- [ [ 4- [ imino (methoxyamino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 



Absolute stereochemistry. 
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AB The invention discloses the use of a low-mo 1 . -weight thrombin inhibitor, or 
pharmaceutically acceptable derivative thereof, for the manufacture of a 
medicament for use in cholesterol-lowering therapy and/or modification of 
lipid (triglyceride) , lipoprotein, and apolipoprotein profiles associated wi 
an increased risk of cardiovascular complications. 

IT 433337-74-7 433537-33-0 433838-07-3 
433338-0S-1 433033-31-9 433338-32-0 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

( low-mol . -weight thrombin inhibitors in cholesterol-lowering therapy) 
RN 433937-74-7 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [4- ( aminoiminomethyl ) phenyl ] methyl ] -1- [ ( 2R) -2- 
[3-chloro-5- (difluoromethoxy) phenyl] -2-hydroxyacetyl ] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



F2CH 

^0 




RN 433937-93-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ (2R) -2- [ 3-chloro-5- (difluoromethoxy ) phenyl ] -2- 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 

"-•0 



MeO-"'' 




RN 433938-07-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) phenyl ] methyl ]-l-[(2R)-2- 
[3-chloro-5- ( 2-fluoroethoxy) phenyl ] -2-hydroxyacetyl] -, (2S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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FCH'2'^0 




RN 433938-09-1 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [3-chloro-5- ( 2 -fluoroethoxy) phenyl ] - 
hydroxyacetyl ] -N- [ [ 4- [ imino (methoxy amino) methyl ] phenyl ] methyl ] -, ( 2S ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 433938-31-9 HCAPLUS 

CN 2-Azetidinecarboxamide, N- [ [ 4- ( aminoiminomethyl ) -2 , 6- 

dif luorophenyl ] methyl ] -1- [ (2R)-2-[3-chloro-5- (dif luoromethoxy) phenyl ] - 
hydroxyacetyl]-, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



F2CH 




RN 433938-32-0 HCAPLUS 

CN 2-Azetidinecarboxamide, 1- [ ( 2R) -2- [ 3-chloro-5- (dif luoromethoxy ) phenyl ] 
hydroxyacetyl] -N- [ [2, 6-dif luoro-4- 

[imino(methoxyamino)methyl]phenyl]methyl]-, (2S)- (CA INDEX NAME) 
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Absolute stereochemistry. 
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NOVELTY - N-(4-Amidino-2,6-difluorobenzyl)-l-(2-(3-chloro-5- 
dif luoromethoxyphenyl ) -2-hydroxyacetyl ) -2-azetidinecarboxamide compounds 
are new. 
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DETAILED DESCRIPTION - N- ( 4-amidino-2 , 6-dif luorobenzyl ) -1- ( 2- ( 3- 
chloro-5-dif luoromethoxyphenyl ) -2-hydroxyacetyl ) -2-azetidinecarboxamide 
compounds of formula (I) and their pharmaceutically acceptable derivatives are 
new. 

Rl = H, OR2 or COOR3 ; 

R2 = H, 1-10C alkyl, QAr or QOAr; 

Q = 1-3C alkylene optionally interrupted by 0; 

Ar = aryl optionally substituted by halo, Ph, Me, OMe, halophenyl, 
halomethyl or halomethoxy ; and 

R3 = 1-10C alkyl (optionally interrupted by 0), QAr or QOAr. 
INDEPENDENT CLAIMS are also included for: 

(1) a method for treating a condition where thrombin inhibition or 
anticoagulant therapy is indicated, comprising administering a compound (I); 
and 

(2) preparation of (I). 

ACTIVITY - Anticoagulant; Thrombolytic. 
MECHANISM OF ACTION - Thrombin inhibitor. 

In an assay comprising incubating an inhibitor solution comprising 1- 
( (3-chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl) -azetidine-2- carboxylic 
acid 4-carbamimidoyl-2, 6-dif luoro-benzylamide (la) (25 microliters) with 
plasma for 3 minutes, adding human thrombin in buffer solution (pH 7.4, 25 
microliters, 4 NIH units. ml) and measuring the clotting time, (la) doubled 
clotting time with an IC50 of 0.02 microM. 

USE - (I) Are useful for treating conditions where thrombin inhibition 
or anticoagulant therapy is indicated, especially thrombosis and 
hypercoagulability in blood and tissues (all claimed) . 
AN.S DCR-691165 

CN. S 1- [ (3-Chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl] -azetidine-2- 

carboxylic acid 4-carbamimidoyl-2 , 6-dif luoro-benzylamide 
SDCN RAA2A0 




AN.S DCR-709336 

CN. S 1- [ (3-Chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl] -azetidine-2- 

carboxylic acid 2 , 6-dif luoro-4- (N-methoxy-carbamimidoyl ) -benzylamide 
SDCN RAACW2 
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AN.S DCR-709337 

CN. S 1- [ (3-Chloro-5-dif luoromethoxy-phenyl) -hydroxy-acetyl] -azetidine-2- 
carboxylic acid 2, 6-dif luoro-4- (N-hydroxycarbamimidoyl ) -benzylamide 
SDCN RAACW3 




Page 380 of 381 



Serial No.:10/516,423 

Search History 



Ll STRUCTURE UPLOADED 

L2 STRUCTURE UPLOADED 

L3 8 SEA SSS SAM L2 

L4 150 SEA SSS FUL L2 

L5 STRUCTURE UPLOADED 

L6 8 SEA SUB=L4 SSS SAM L5 

FILE 'HCAPLUS' ENTERED AT 14:51:23 ON 22 MAY 2009 

L7 15 SEA SPE=ON ABB=ON PLU=ON L4 

L8 2 SEA SPE=ON ABB=ON PLU=ON ABRAHMSEN S?/AU 

L9 36 SEA SPE=ON ABB=ON PLU=ON INGHARDT T?/AU 

L10 136 SEA SPE=ON ABB=ON PLU=ON MAGNUS SON A?/AU 

Lll 9 SEA SPE=ON ABB=ON PLU=ON SIGFRIDSSON C?/AU 

L12 3 SEA SPE=ON ABB=ON PLU=ON THUNE M?/AU 

L13 4 SEA SPE=ON ABB=ON PLU=ON (L8 OR L9 OR L10 OR Lll OR L12) 
AND L7 

FILE 'WPIX' ENTERED AT 14:53:43 ON 22 MAY 2009 

L14 9 SEA SSS SAM L2 

L15 80 SEA SSS FUL L2 

L16 11 SEA SPE=ON ABB=ON PLU=ON L15/DCR 

L17 5 SEA SPE=ON ABB=ON PLU=ON (L8 OR L9 OR L10 OR Lll OR L12) 
AND L16 

FILE ' BEILSTEIN ' ENTERED AT 14:54:52 ON 22 MAY 2009 

L18 0 SEA SPE=ON ABB=ON PLU=ON L4 

L19 0 SEA SPE=ON ABB=ON PLU=ON L4 

FILE 'HCAPLUS, WPIX ' ENTERED AT 14:57:39 ON 22 MAY 2009 

L20 5 DUP REM L13 L17 (4 DUPLICATES REMOVED) 

FILE 'HCAPLUS, WPIX ' ENTERED AT 14:59:09 ON 22 MAY 2009 

L21 16 DUP REM L7 L16 (10 DUPLICATES REMOVED) 



Page 381 of 381 



